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[flmii] -*fc* CD 



;v (fc«LTA'*^«Oj«lfcttl*e>5-r**) Xtt^^^T^*^ (fc/f 
Mm, 3^ T5>\ ^n, ->7A ^Vfiv7tK h U 

^- n *^ ^ 7 ^i3079W*i/, J/:(^ftH^5W7;V 
# y xf n^y^tU 

R 3|i*f, KKn*'A lWMfcl*6 5«)T^3*^ *«fcl*&5«>T>u 

y. ztta^L-cat^MS^ *fc«-c (=0) -**u 
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^— 2/ 



k t± 0 ** h 8 <7)^^&^ U 

AX* H*X, bKD^ry, IKXJfcl 5 OT^a* h'J7;l/t 

n**/K HJ7^nn^A ->7A &X*6*fe 1 *v 
ftvTtf> SR6, S0R6> S0 2 R 6 , CCH 2 ) pOR 6 * (CH 2 
) p C0R6, (CH 2 ) p C0 2 R 6 > S0 2 NR7r8 > CONR7r8 > 
(CH 2 ) p NR7r8, (CH 2 ) p N (R7) COR* pliO* 

Tjvtr-frttzimmmfrbi 2^r'j-^^u r 7 . R8ft**iwai 

^ (fcfiL77;V^;K 77^D^vl^ttl~507MiK &X&1~ 
X, AX> 3*X, 7*>\ >7A ^Vtmth, >V7^*n 

m-<D^mm=?-t fcswi^eii^t*: 2 «io r 4 ^©ww * * •=> ^ 
i©R ^^i^tiJi^i: ^ ^;v*>i«t^^> sfcfcttt tzmm-r 
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*K SR6> SOR6, S0 2 R 6 > (CH 2 ) pOR 6 > (CH 2 ) pCO 
R 6, (CH 2 ) P C0 2 R 6 > S0 2 NR7r8, C ON R ^ R 8 > ( C H 2 
) p NR7R8. */Stt (CH 2 ) p N (R7) COR& (iCT% pliO** 

^^Hf:l^if6^^2 07'J-;v4IU R 7 > R » l«*tW8MI 
mi*^507^ i^M7^U3©77^^ 

7^13«77^mi^^3<Ol;Kn^7^K (CH 2 ) p 

OR 6 . Xti (CH 2 ) p C0 2 R 6 (p, R 6 lilMBsettfcH C) 

RlO, Rll^U-O-, -S-. Sfcli-CH 2 "t*t^ *fctt 

Mf*S(2] — (I) fc*^ Y> Z O C (=0 

[m*m 3 ] -«sJt (i) i^^-c. y> z^tu:-c (=0) --e* 

2 (DT 1 ) -frXltfemmfrb 7<07^mU^<H2i<?)R 4 ^ 
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> v n v"C2b n 
k 14 0 frb 6 Og^fc *) . 

R5tt*tLwai«^ 7?*, **, *^" ;K 

, ^nt'iK ^>v;K kko**a ih^>. b'j7;^n^;v 

bi;<7;v*n* ->7A 7x-^ ^yftv7tf, SR6. SO 

R 6, S0 2 R 6 > CCH 2 ) pOR 6 , (CH 2 ) pCORS, (CH 2 ) p 
C0 2 R6, S0 2 NR7 R 8 n CONR7R8> $fc tt (CH 2 ) p NR?R 
8X1* (CH 2 ) P N (R7) COR8 p I40*fe 5 «>1***U 

R6(i7Km, ifctt*^/K ^ntf/i^L^i^-^fc^U R 7 > 
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■C * o T , 2 R 4 *f-* K4oT * fc »* 1 £Lt R 5 TMt 

tf'jvVl^ t7^>itft> *>*n^>*> 

Mt**8] -*s$; CD Ri*«**, **>k ^ 

S»K 7i^, 7x^n^, 

;K 3-77-Wf^ 3-7 

5^V7*nt:X 2-^^-7^.^;v^^;v, 2-ft7x^^K 2— f-* 
7^~;v7°nt?;K 3-ft7x-Wf^ 3 -ft7x^;vxf;K 3-^ 

*7xs^o^, 2-eij**'X*->K 2-e';v;v 

R 2^ tK^> KKn**A T-th^rv. T-n^t/^A ^^>> ll> ** > 

2 m<o r 4 a* o ~ 4 i@o«m*R 5 Ztifz^y ■*£ Vlfrfr*?* *) > 

XttH-OjK***tt**Lfc 2 ^ OR 4 ^^^^ * ° ;V 
R5|i^*LWflK7y«, 3«3r*. 

yne;v. ^>v;W tKn^A ^^a xf^A f'j7**n^*, 
b<j7;vtn>RA yT7, 7x-;K ^fVftVTth, SR 6 > SOR 
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6/ 



6, S0 2 R 6 > (CH 2 ) pOR6. (CH 2 ) pCOR6> (CH 2 ) pC 
0 2 R 6 > S0 2 NR7R8, CONR7R8, $fctt (CH 2 ) p NR7r8 
, Xit (CH 2 ) p N (R7) COR8 p *i0*fe 5 *>S«fc**U 

R6(i7fc^> yne;HL<IJ7i^JV^U R 7 . 

) -c*»k 

Rl 0, Rl l#i^U-0--C*4^ 4fc«±Rl 0#*3TC. R 1 1 
[»*S9] — *5*; (ID 

Mb 2 ] 



;K ^l~507;V3^v, mi~5©7^^^^>> UK** 
7 **. a**. TS>\ ' >ry ^ /fyW7t> 




(ID 
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^r-n^v, ^^7^ 1 3077^nJfy, t fztefitmm. 1 5 <7)T )V 
% j 4 n^rvSr^U 

#/^n*v, *fcttjfc*Sfc7*& 1 3075^ndfV^U 
Y x , Z v li»lttl«^ ttzlZ-C (=0) -**U 

k t± 0 ^ <c> 8 OffiR*^ U 

R 4 x ( i#M^m^«^±^k^^«m*-e$>J9, **L«e*Lg««»w7^*, mis 

V ftv7tb> S0R6> S0 2 R 6 > (CH 2 ) pOR 6 > (CH 

2 ) p C0R6, (CH 2 ) pC0 2 R6, S0 2 NR7r8, C ONR7r8 
. (CH 2 ) p NR7r8, (CH 2 ) P N (R7) COR^ pliO 

07*^-^4 fcl±!ft**6*e>l 2 07'J-mU R 7 . R8j±^-tLW 
HHHfc*** mi*&5©7^ Jfcl^ft7^U3©77;^iV 

«|||t*tt^1?v»TtAv») , ^|t7^U3W77^D^> (fc/£LT 
^ T ^ y% - hn% ->7A ^Vftv7th, b'j7;vtn^f;v 
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U 

f'j7;vtn^^y, v7A 7:n.~;K -f Vf-*^7^ K SR^ SOR 
6, S0 2 R 6 ^ (CH 2 ) pOR 6 > (CH 2 ) pCOR 6 , (CH 2 ) pC 
0 2 R 6 ^ S0 2 NR7R8, CONR7R8, ( C H 2 ) pNR 7 R 8 > **= 
J± (CH 2 ) P N (R7) COR8 (-f, pttO*5»5«>iafc«r*U R 6 

6^f,12 0T'J-mU R 7 . R8|±*frWaHHfc**^ 

R9(i7K#, mi*^5 07W, Ml:l*f)5^7^^ Jft*» 

7H13077W, mH^3<0tKn^v7^^ X»± (CH 2 

) p 0R6. (CH 2 ) p C0 2 R 6 (p. R 6 (imiIS^^ra^) 

RlO, Rl l»±ffrfrUC-0-, -S-. 5Brl.<tt-CH 2 

liRl 0 Rl I^tK*. tKn^A Jftfftl^5W3^ 

fl<i^Sici^5©7;v*^D^>^U 

i ) Y ^ Z % #k * HJUMjHffrO^frtt, ^* < * 1 «LhOR 4 % « 

SI £ *LT ^ & It lb 1% 

* (HI) 
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(III) 



ii) R2j3imft«S^I>^ (III) ^vXiEST^oT, Y v . 
Z N 7^*>K-C (=0) -T% R l^^nyntf^^^-^XfiT 1 ;^, R 

x * otwiMtit* o . 21@or 4 N mc^t^ 

iii) r2 *j:ir«*3M«!JUfre**:*; (in) ^>^Bi"C*^c, 

z'^fcfcfc-C (=0) Rl^Wli^^n^n^^W, R 

itt * «**WM»**-r * * * * >»*fl^ * « * ^ns^ft k 

0] (II) fc*v»T, Y ^ Z % *>**&*-M»-C 

[Mt«l 1] HW; (ID fc*v>t\ Z^fcMc-C (=0) 

|ft*£ 9 flBRO * * vlHM*^ * fc *i * <^1S^^) fcW* * * 

[W^l 2] HR* (II) fc*v*T. Rl(i7K^> «4^f>7 0v 
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[H^13] Htt* (ID K^T, Rl)W*«, ->^^ D ^^ 
;K y?n7f;^fiK v^n^v^-;v^^-;v> y^a^v;^f;K T D 

21@^R 4 ^0~ 4i<^ftiR 5 tMltfc* *tfe^ 0 > 

R5t±-5-tt-rtL»li«^, -7>yfft, ttX. A*. 3**, 

, yn^;K tKn^A ^^f'A > 'J 7^*n ^ 

h'j^V^tM l>3rv. ->T/, 7x^, ^fyfty7th> SR 6 . SO 
R6, S0 2 R 6 > (CH 2 ) pOR 6 > (CH 2 ) P C0R6. (CH 2 ) p 
C0 2 R^ S0 2 NR7r8, C ONR7r8 n ttzii (CH 2 ) p NR7 R 
8, Xl± (CH 2 ) P N (R7) C0R8 (ddTN p tt 0 5 OlE»«r*L 

R6t±7K^ *f->K xf/i', ^nt?;K £L < »47i->w«rSEU R 7 > R 
8(4>etL-FttgiJ>fH^7K^ J-^/K ^L<tt^V^4rftt 

) -e^>^ 

RlO, Rllmtt-O-t^^ ifciiRlO^ft, Rl lrt s 7fc 
t Kn*->;BL<*±* h 1 2fam<^;v^>'li##> * 

Uft*A 1 4] (II) Ki3V*-C. Y x , Z v t ^K^HBtt-d-C 
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QfM2 0 0 2 - 2 9 5 6 1 6 ^ ^-v : 11/ 

[ft^l 5] Hfe* (ID Rili**, **»1^ 5 ° 7 

a&*-c* o r , ^<7)2-fi^R 4 a*-** k & o titM l < t± i m Ji^gms 

Mt**l 6] HHsS; (ID fc*v*T, Rl#*f, * 

7 7-;V7°nti 0 ;v, 2-ft7x-;v^f^ 2-ft7x-;vxf 2— f- 
t7i^7*D^, 3-f*7x-^f^ 3_^^- 7i ^;UJi^;l/. 3- 
ft7xs^7"ne^ 2-tT';^ 

R 3^ kKn^fy, 7-bh^V, 7u\£*S*is, 

k \t 0 t> <b 6 *>SESfeT?* *3 ^ 

4>fc< ti> 2lH^R 4 «^-r^^^^^* L «^^ fi ^" e *°' CN 

2 iOR 4^0 — 4 icOlMR 5 ra*s 9 * R 
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R5tt**L-P*tSU«lc7y*, **> 3 ^ ~^ n > 
yn^, ^>v;k bKn^A ^ b^v> ^^>> h'J7^n^f;K 
h'J7**nn**A V7A 7x-K ^VftvTt>, SR6> SOR 
6. S0 2 R 6 ^ (CH 2 ) pOR 6 > (CH 2 ) P C0R6. (CH 2 ) pC 
0 2 R 6 > S0 2 NR7r8, CONR7R8. tit* (CH 2 ) p NR7r8 
N (CH 2 ) pN (R 7 ) cors (-^-c% pttO*5>5<&*Effc**U 
R6|i7K^> 4fctt**->K -/nfcT;K 7*->U«:*U R 7 > R 8 

R 10, Rll^U-O-^&K tfcliR 1 0 ^7Km-C% Rll^Tfc 

[3&9!*>fHlllfcKW] 
[0 0 0 1] 

[0 0 0 2] 
[^<7)^«] 

**. aA. •«« fcttfl^KWi-**^^^***^ 3 ^^^ 
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[0 0 0 3] 
[0 0 0 4] 

*5>fc, &*Z?t1-n&Zfrr^ZBM<7>?*')T<-*77 4 7 (QOL) 
[0 0 0 5] 

xx/mmmmmm^^m^mA 1 - 1 s s 2 4^ w&«4 1 - 1 

8 8 2 6-5§\ f /s^tc^affljfe^ov^TOSBft^ftv^Tetrahedron. 50, 9757, ( 
1994), Synth. Common. 22, 913, (1992), J.Med.Chem. 27, 1325, (1984). 

o v> t am h £ *tr ^ 0 

[0 0 0 6] 

o 

[0 0 0 7] 

[Wit«»t*fc*oW 

[0 0 0 8] 
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^-z?: 14/ 



1r%t>%*%m*, -JKsS; (I) 
[4b 4] 

,2 




R 10 f ^(R^k 

|pR 11 ^* 
R 3 

(I) 

L7^;W^«iH^5lr*S) **L (fc/SLT?**** 75^ 
7;v ^ ;v> f X -;V7;^^> e'J^V7;V^;HiIftl-"507JV^^ Jfc 
iti~5<07^^A Ritl~5©7;V*^^'A HKn^rv. 7 
tt*, 3^*. ->TA ^VW7t>> by 

r2|±tK3R. tKn^A ^fti^^5<7)7;^^v, ^it3^f>7<D7;v 
Y, ZliSfctUTJKTHKtt^ * fctt-C (=0) -**U 

mm. mm, «ti^ti^owu<, **mm*&*ttix\i*xi> 
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012 0 0 2 - 2 9 5 6 1 6 £ ^-v : 

d^^;K h'J7Mo^^A vTA ^t6^f>12^)7'J-iK -TV 
f ty 7 tK SOR6, S0 2 R 6 . (CH 2 ) pOR 6 ^ (CH 2 

) p C0R6 N (CH 2 ) p C0 2 R 6 > S0 2 NR7r8, C ONR7 R 8 n 
(CH 2 ) p NR7 R 8, (CH 2 ) p N (R7) COR* (^-"C% p it 0 * 

r;v-jr-;v^^{i^:^6^'b 1 207')-mu R 7 > R8l$Z*irm\ 
®K*m, mi^5©7^ i^ft7^U3<7)77^;^ 

T^^^^WT^^) . ^it7^f»13<Oy^7^^7;H;i' 

Rlt7^ j bl3'7)77W (^;l7^^±i:tKn^ry, $fcli>F«& 
fQ^^^-ev^T^^) , fL((^it7^U3^)77;Kn^y (*: 

^ (f;/:L75;^^ T 9 ^ n * V »ijft*«C 1 ~ 5 <DT)V*)V, Rm&l ~ 
X, **, 75y, ~hn, y7A ^fVWTth, H;7;Wn 

^< lo<^g^*-eem^tL-Cv^-C^ £v\) . tfc«k1@^R 4 0^*>, 

i^r4^ 2 mvwimm* t ta o * ;v* & ^> s & k * 
a^x^**^*-*^* 2#?)R fcti 1 

R5 { i-etL-e^sui@^ 7*x. mm. ax. 3*3^ -> n > tKD ^ * 
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16/ 



K SOR6> S0 2 R 6 , (CH 2 ) pOR 6 > (CH 2 ) pCOR 

6. (CH 2 ) pC0 2 R 6 > S0 2 NR7r8, CONR7R8, ( C H 2 ) 

p NR7r8, Ztzi* (CH 2 ) p N (R7) COR8 (^T% pli0*fe5 
^4fcttm6^1 R 7 ^ R8|«*iW«fli: 

) fc^U 

r9»±**, mi^5©7^ iaati*&5 07^^ 

7#f)13077;K;K Rftl^f>3cOHKa^y7^K (CH 2 ) p 
OR6, Xti (CH 2 ) p C0 2 R 6 (P. R6»±*IB3e«^rat) **U 
RlO N Rlltt^U-O-, -S-, ifcli-CH 2 -S:*t^ *fctt 
r10^»t; R 1 tKn^X jWMfcl*e>50T>U3*v, * 

[0 0 0 9] 

ifc,*l^ii-iR5S: (ID 
[<b5] 




,2 



(II) 
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(^/f L7;v^^^f tii i > XtttfV^r*** ( 

7-;V7;V^;W ^jl-^T ;i/*;K t° 'J y;V7;V^r^Hi^f 1 1 - 5 <07;^ 

;K Rftl~5^)7;v3^-A ^fti~5^7;^M^t^A fcKn* 
v. 7**, JIX. 3 9*. T*^ -bn, v7A 'TV^v'T^h 

R3(±7KX> HKO^y, ^tl^"9 5©7^3*y, ^fRl*?>5 07JV 

z ^ \tmL\^xm=f-mm^ tizit-c (=o) -&^u 

- X * - liftXft 2 * <b 7 ®«U^MUfcXtf (•€■ O d t> 1 fiJSLhOKWM^ 

, Jiff. 3-7§^ -bD, tFD^A Jft*Skl*»e>50T^3*->, 
^ D ^f;K hiJ7;Vtn> v7A Rfte^^ 1 2<07'J-;K 4 

yft->7th, SOR6, S0 2 R 6 ^ (CH 2 ) pOR 6 > (CH 

2 ) p COR6, (CH 2 ) pC0 2 R 6 ^ S0 2 NR7r8, CONR7r8 
. (CH 2 ) p NR7r8, (CH 2 ) P N (R7) C0R8 (^f, p Ji 0 
*6 5©»«U R6{±7K^. «l^fp507^;K jft*«c3;fre>7 
(7> 7 ;i, 7 --;l/ifcf±^it6^f>12^7 1 J-^^U R 7 . R 8 ti^tt^tt 
MK**. mi*^5^7;^;v, $ fctt*Xft7*& l 3^75^^ 
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M^mt^t^^) , JRf»7H130W*n^> (tztzL-T 
^ 3 ^ 7 , y ^ ^ bn , ->7A ^vWTtK HJ 7**11*** 

<t)r4 N ^2^ommJE : f-t^v)^;v^>*^^i'^^ *e>ttt*fcwet- 
u 

©7**/K tKn^A ^l^^W^v, h;7**o^;W 
H;7;v*n*h*V, vtA 7x^JK ^Vftv7tb, SR6. SOR 
6. S0 2 R 6 > (CH 2 ) p0R6. (CH 2 ) p C0R6, (CH 2 ) pC 
0 2 R 6 ^ S0 2 NR7R8, CONR7R8, ( C H 2 ) p NR ? R 8 > ttz 
it (CH 2 ) P N (R7) C0R8 p ttO*fe5©aaM:*U R 6 

R 7 > R8»«*WW*fc**. jft*fU*& 
5<7)7^JK i^tt7^U3<077;K^^t) **U 

7*e»1307?^ Rti:l^f»30tKa + V7W> XI* (CH 2 
) p 0R6, (CH 2 ) P C0 2 R6 (p, R 6 tttMEJiaicn C) **u 
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^-v: 19 



rIO, R l K±^lt-0-> -S-, §L<li-CH 2 -^\ *fc 
fiRl O^TjcfT^ RH«> tKO^A R^1^^5<^T;Vn4rv. 

i ) y N ■» Z KflCMS^***** < fc * 1 4 * 

* (in) 

[0 0 1 0] 

[Ifc 6] 

(III) 



ii) R2^j:ifMi3WltBWJMt-C*** (III) ^^Mt*9-C, 
Z % *»fc*>fc-C (=0) -T% Rl^>^n^n^^f;HliT^K\ R 

iii) R2Uiiffrft3RSWfcB«*-C*4* (HI) ^vXlBST^oT, 

, Z"tfti>K-C (=0) -> Rl^Wliv^ n ^ n ^^^^ R 

^s*Lm«w*«fc»**t ***** * fctt*o«a*»c 

[0 0 11] 
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^12 0 0 2 -2 9 5 6 1 6 ^ ^-v I 

[0 0 12] 

H«(I)*> Y**-C (=0) -<Di%&Kl±, ZJi-C (=0) 

3*(,7WH^ftL(, y^o/DliJMfJK 2-5/ 

i/^nyfJV^f;K ->^n^>f-;v^^;K ->*n^*S//io*?->K v^n 

[0 0 13] 

TV***^ ^>^vt^y, r* bv». £*L&o+-e*tffc* 

[0 0 14] 
[0 0 15] 
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[0 0 16] 

j^n^viimi~5<07^;K ^tti~507;V3^-X R^$ci~ 

5©7JV*/'fiVt^->, t KO*'>, 3 "7^ 7^/> 

-hn, y7A ^Vftv7tK b'j7Wn^f;v, >'j7^n^b^ 

) iftu, 2iH^R 4 ^ii^-rs^^^tL'etLsm-rsem^ 

^fM>yjrA 7;v*n^>v;K 7J^n^^y'jr/, h'j"7;v* 



[0 0 17] 

T;V3*v> h'j7^n^fjv, b'j7;vin^h^y, v7V> 7x-;K 
^V^*~>7^K SOR6. S0 2 R 6 > (CH 2 ) P 0R 6 > (C 

H 2 ) p COR6> (CH 2 ) P C0 2 R6> S0 2 NR7r8, C0NR7R 
8, tfzit (CH 2 ) p NR7 R 8 > (CH 2 ) p N (R?) C0R8 
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ft6/5^12<7)7';-;^fU R 7 . R8l±-€-*tW»HH^*, ^ftl 
^:7^, «C. AX. a**. yne;K 

^jv^** ^^^-r^K ^;vx;v*~>>w ^^^^^ 

v^f-;V7S>\ y7W^/^f^> y^f;v7<yxf;K T5/#ff* 



10 0 18] 
[0 0 19] 

Rio, r 1 1 (±, *s£-LT-o--c**fc<^ tfcttR 1 °^7K*-e. R 1 

[0 0 2 0] 

-;vr;^;v (j«*l*&5) . fxx;ur;v^;v (]ft**i*&5) , tf; 

ntf;w 7x^f;K 7x-;v7"ot>, 79-^ 

X f;K 77^7"D^, ft7xx;MfJK ft7x-;l/xf ;K f-* 7 
xx;v7nif;K tfy^-A'^/K ifj^if^ v-;v7n tf;K 

[0 0 2 1] 
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[0 0 7 2] 
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^-y : 47/ 



[0 0 7 3] 

« * urne* * - * i & wo -caarr * - * * • 

[0 0 7 4] 

TIW^llc^WJ:^, Hfe* CD (R 1 . r2 ' r3 ' r4 ^ 
r9, r10 n r11, X. Y, Z, klttH«S*fcH£> -C***t*6ttT5 

^knwttv) (ri, R 2 > R 3 > r9 > r10 > r 11 ****** 

HC) ****L*6-**V#*&* ^^AI (Va) (Rl, R 2 , R 3 > 
R 4 s r9, r10 >R H n L Y, Z. kl*WESai»=Wt) Sfctt**-* 
y (Rl, R2, R3, R4. R9, RlO, R H. X. Y. Z, kli 

■CO>f fclii-*- ~ >ftRj£ (2) *^fc««5G»fc ****** 

^<7)E^m^«^tTfflV^^^^(IV)^^tt^6-^^V#^ 
*0«ft*ft»i«»-C*9.«it.tf. J-Org.Chem. 4, 220, (1939). J.Org.Chem. 
15, 1103, {1950).mmmfr^Z*&K*V&ZZt&X^Z>o 
[0 0 7 5] 
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48/ 



[<fcl 7] 




^(R 4 ) 




(VI) 



ci) 



(IV) 



(2) M%fc1& 




R 10 ^_ (R 4) k 

]pR 11 ^ x 



( Va) 



( Vb ) 



( I ) 



10 0 7 6] 

Z-f (1) <7M S-*Att4fcttx^5Mbtt**Vfr (iv) m«>##T 
(VI) (R 4 , X, Y, Z, ktimie^a^I^IC) fc^^t^^^ 7 
(Va) Ztzi*z-1-*> (Vb) £#&RJ£-C&&o ^Ol^KKJki#S£an^3i 

*t*. BSiWIkLTtt, tffcWfe***^ t>^KD77> (THF) 
^Kvxr/ (DME) , v^^r^>^^-x;V^?t^ ^ 
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Y^y, **svy, *^^vym<D^mmm^m?mi&> v*** 

*;VAT^ K (DMF) > y7fM;V^yF (DMSO) *> 
U<l±i*t5,<J!>«^»i»*fflv»*il:*«-CS f n^THF, 
> % DMF#»4t<flv^W« Rj68Mrt(U*0**V#(IV)0MEtt 
„ #fcRSg3*-frv^ 1 mmol/l~l boI/I^^^-*^ ********* 

#iLe>*t**», 8 or-2 o or^Rjs^^tra^aiJfc^-fr^-fc^^ osffc-r 
. a*. 8~2o pwtt-enfit^ * ^> o 

[0 0 7 71 

(2) ©«5ca6»HRW»=tt'f ^-^Att (Va) ifc«it?> (Vb) 

JWt*^ >f (Va) *fctti^5> (Vb) tJ|t«U-C 6 -T 

(I) RlMiifctTtt. >T*.=.*A«fcli^- 

o 4fc>f 5-*A*ffe* fci±i^5>flso»6iW»t«ffi**^. *9J-v 
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( ^_2ot:~i 5 or, »4 b< {±0^-8 0 r 

[0 0 7 8] 

fc^Jg^LT. .*^y_, v> x^y-;V4^T^-j«ltf:liTHF 

^^llit^tfffl^it^So RJSM»3 0^80t, »4U<ltl0 
<C~ 5 0 r-C, 7K*E« 1-10 0 XERt t < li 1 - 3 0 ^ttfEHTWC* 

o 

[0 0 7 9] 

*«W«Htt (I) (R 1 . r2 > R 3 » r4 > r9 ^ r1 °^ r11 ^ X 
, Y, Z. kttWEJ&ft^lfllC) t«»ti4 6tWRTV/# (la) (R 1 , 
R2, r3, R4 > r9, r10 v Rl 1. X, Y> k lifflBSftCn C) *fc 
U (lb) (r1,R2,r3,r4,r9,r10,r11,X, Y, k t±tt 

fiSiCHD) X^-A2^^t^i- HW < VIIa) (Rl ' 
R2, r3, r4, r9, r10, Rll.X, Y, k t±t»IB5e«^W^* ^ 
, Ttttt*. **, i^ttOTB, OMs) (VHb) (Rl, 

R2, r3, R 4, r9, Rl 0 % Rl 1, X. Y, k BfTCSftKn 0 
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51/ 



^^^-A2Offi»KkUTfflv^*t*HWmia)R0 t mib)-«**t« 




(Vila) 



( la) 




(R 4 )k 7 * ™ 




N- Y >f )R 



(VBb) 



( lb) 



2 

[0 0 8 11 

**»*v*. MtUlt JW»^a, M^v^, TKm^h'J^A. * 
Utt* y * a ft ?*>ft*tt*. b V * A , U * * * if 
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[0 0 8 2] 

v^;v.x-x;v. THF> DME, s;**^**©*-**** 
1, 2-^onxr/ft^nMjWliW:J:*»ti^ 

20 ox:, #*L<ttox;~i 5 oxx:m&t'<z***mb*'** ^jmmt 
, BUM«^o*frKi6c-cjtt«R**t*^ a*, 30^10 oR»n« 

-«J£"r^*tt*#»fe*t4o *fcjRlS***>M (Vila) (VII b) 

[0 0 8 3] 

«W0HW (I) (Rl,R 2 ,R 3 .R 4 >R 9 ^ 10 > Rll ^ X 
y, z, kttlMBsSft^nc) ti^^ffttTr/ff^-e-^ (vi 

II) (Rl, R2, r3.' R 5, R9, R10, Rl 1. «|B^^C) T? 
***L*6tf:7**"f * K»*fr»±. 7^3^ti^- -«5* (IX) ( 

ri, r2, r3, r9 x rio % ri iaitiB£ft£n&) •«**t*6it- 

t7 '= >#*feHteS (X) (R 5 liWESSKKin C) 

v»5,WHW(BDt?»*Wft^ J.Med.Chem. 20, 1100, (1977), J.Or 
g. Chem. 45, 3366, (1980) . *0*BtlB*<D#ifefc iOftiit^*. 



[0 0 8 4] 
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(K) ^3 ( VM) 



[0 0 8 5] 

•c 1 1 e> i o ^»rif < mwztm k o 

[0 0 8 6] 

DMF> ^fmb7U% DMSO*ifO*yn>>tt 
nn*;VA. 1, 2-^nnxr/4^n^M«> x ^ 
[0 0 8 7] 

«cjecroi»fcUTi±. iwitb';^ 
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^-v : 54/ 



(b 1 0SW'^W« 
[0 0 8 81 

ateWEM*- 2or~2oo < c,*?*L<t±oT;~i5o fdut^ ft 

IX) ©ift*M\ #HR5fe**L»*OT»±ftv^ 1 nmol/1-1 «ol/l«K 

[0 0 8 9] 

*fcHR* (VIII) (Rl, R 2 . R 3 > r5 ^ R9 ^ Rl °^ Rl1 ^ *** 
KSSftKHt) ^£*Ub6l£-7*;W5 mmm*. Tetrahedron. 50, 9757, 

(1994) m<o-ximsM<D^m^m c * * *» & - t ft * ° 

[0 0 9 0] 

«HIO-«(I) (Rl, R2, R3, RV R 9 > R 10 ^ r11 > X 

(=0) <0**<D+-e-*5* (XIa) *£V (Xlb) (Rl, R 2 . R 3 > R 9 
. RlO, Rll, X. ZI±*»S*fcHC-C*<K Rl3(iR«tl^50 

**»7^i30T9m**t) -c^$*L*ft^««i. Tie* 

^A4^C^, HW (XII) (Rl, R ^ , R 3 » R 9 ^ Rl °^ R 

i i, x, zii^ic^t^) ^s*L*ft^*&T**Mfc*fctt 

§ & o 

[0 0 9 1] 
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[0 0 9 2] 

**:bt>HteS; (xii) x^z*i&it&w*mm*'?M. : &<D&jfTi~x, mm 
Mm * it at r v Mm tti^2oa«iflv»i£fc#jf*t<, *-e * 1 * 

[0 0 9 3] 
[0 0 9 4] 

**fcL-Ctt. DMF, yVfmhrU\ DMSOft ifO*^n h ^tt 
yXfiVX-f^K THF, DME, 5;***>* if*>x.~?-*** 
^MJ->, h/UJ.Vft^O^ft****!**^*^ 

[0 0 9 5] 
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»sWEtta«- 1 o o r ~ 2 o o °c, ff « t < » - 8 o i 5 o t;t«*l 
mm (xii) w^iRfe****^***^ 1 ^o^ 1 mo1 

[0 0 9 6] 

(I) ^**i&ft^^t>R 3 #fcK D **^**~** (XIII) c 
R 2, r4, R 9, RlO,Rll,X, Y, Z, kttfirlB*>£*fc 

^w**HW(nv) [^Ri> R 2 > R 4 ^ R ^ ■» R 10 > R 11 ^ 
;vw-tW^E^ f MkElB^^^^ i H^i ^fcW^tt. (1) - 

[0 0 9 7] 
[ft 2 1] 




10 N* 



Yv r11 ^ x 




N = V R 10 *f 



(XIV) 



X^f— A 5 



(XI) 



[0 0 9 8] 

o^r/«t^ ^»-7ot;~5oWH<^ sot; 
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, 3 0^5H^«W<W#^>W o K«&*4»0-H« (XIV 

) ^^fLhit^m<omm.\^ mm. 1 mmoi/i~i moi/i 

10 0 9 9] 

(2) MtUx^ft^K ■/n/t>**-/K ^> 

L < fflv^fe tt4 o ^ffl-f^fili 1~20 t < , 1 ~ 7 

* A , **fb* ';*A4 L < , * * U * A tert-7 h * v K*«»4 

L < fflv^*L* 0 Offi* 1~20 U,Wl-7 

^<W?>^o RJi&»»ttDMF, ^W-th75 
nhVttim THF, DME^^x-f«WtU, +T?t># 
f >tt»DMF#¥J Kfflv^tLl>o RJ&Mtli 5 0t~20 0W 
BtV<, 4>tU0t:~l 5 0T:^»J£OV* 5>*l*o 

o RJS*+o-»C (XIV) -c^**L*>ffc^«oiftK«i. ttfcRfc**-* 
V^«, 1 mmol/l~l mol/lSE^t LV> 0 

[0 10 0] 

^OfMitti"t?JC»ft*ttTV»««R [Brain. Res., vol. 297, 191(1984)* 
fcttj. Pharmcol. Exp. Ther. . vol. 240, 978(1987)] «>#ifeTffv^ * 
■f L i> -1 tt £ m.fc £ tt & & O "C tt 4 v> o 
[0 10 1] 

*&w<oit*m\±. m%mm ?? k ^a**-* 
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Miff*. &rm®., **5aMk *HttMR. ** 

^^^^^^™m^*^seLTv^^^#*b^ff#^^it^^ T 

ffftftoML »R«tB***ir**bfe««*^^o ttftKff»*#*.**A* 
-*>v>** atfm*±ttJff*> *ij-/-«-/WH»» 

Shy-Drager^f^ ITOMfff* 
ffifcft, WIMMiU *»tt*flafiU WW Tethered cord^ 

[0 10 2] 

mm • ^^^j{i-bia^^*o.ooooi~9om«%> * o » 

[0 10 3] 

*»W«Mfc*« (I) l^ 1 ******* 8 * 
[0 10 4] 
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oxazosin), 'f > K 9 5 > (Indramin) , f 7 Vv^ (Terazosin), -7 7 fv'MUra 
pidil), T;V7^/v>(Alfuzosin), T^VvV(Prazosin), ^ h tfvMNaft 
opidil), ^^XnvXTAmsulosin), -feV Kv> (Selodosin), 7fa^V'» 
(Fuduxosin) * W afxiyft — * 

^-^^^r-XOxybutynin), fc^J > (Propiverine), WVr-n v > (Tolt 
erodine), f- 5 > (Temiverine) , h n*t?7 A (Trospium), ^7itv> 
(Darifenacin) %¥<DA7,1] 'J VtStfc^ 
7 ^ l- (Flavoxate) & ^OSFflMSSWtfft^ 

NS-8, ZD-0947, KW-7158, WAY-141608& t*<DU V * A • • ^-T't— . 

9 V > (Lanperisone) & JfOiH&jiffiWrfftl^ 

T-v^^^XDesipramine), 7 ;V**-fef-V (Fluoxetine), XParo 
xetine) , 7* a- n ^r-t^-V (Duloxetine) & h^iri? 

^7 V v y (Desmopressin) & t^^'vV V y v 
TAK-637& £<D 9 VfgSi^ 
0N0-8711 & fc'OPGEJ^H^ ttS o 

[0 10 5] 

n^nV'j> (Leuprorel in) , rf * V U > (Goserel in) , 7* V V > (Buserel in 
) , t77H> (Naf arel in) , h'J^fV'J > (Tr iptorel in) * if <7)LH-RHf^tt* 

-bhn VU y**(Cetrorelix), V'J ? * * (Ganirelix), rT^^V^M 
Abarel ix) & WLH-Ktf£#iJ^ 

7-f t^f 'J K (Finasteride) , T*- 9 *T V K(Dutasteride), -fW^xUK 

(Izonsteride), CS-891, MK-434fc ¥<T> 5 a - V 79 9 —tfIB**, 

7)1>9S. K(Flutamide), If*** < K(Bicalutamide), ~/l/* S K(Nilutamide 

T h W - ;V (Al ly lestrenol) , 9 n y > (Chlormadinone) , 

hynXGestonorone), y/nrn > (Cyproterone) , ttrn > (Osaterone), 
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7 ^ h n - ;V (Nomegestrol) tn b°<Dtfl>T > Kn^V*, 
SB-217242, TA-0201& if<^ K-t 'J 
Jil B t fc a - f n ? * - *f & M o 

[0 10 6] 

e^'J^V^Pioglitazone), h n^y * (Troglitazone), n^'J^/ 
>(Rosiglitazone)&£*<?M >*y 

h;v7*^ K (Tolbutamide), *n;V/n/<?5 K (Chlorpropamide) , i^f^ F( 
Tolazamide) , 7*^3F (Acetohezamide) , ^^^U' (Glyclopyram 
ide). K(Glibenclamide), * 9 v K(gliclazide), 

IfyV(Glimepiride), W^J - K (Repagl inide) , - K (Nategl inide 

) % y 

(Metformin) , 7* * 5 > (Buf ormin) ft * *r 4 K*k 

^ >*y 

T#-**-*(Acarbose), #-* (Voglibose). S > -MMiglitol) , 

i5 ^ijf- > (Emiglitate)ft^Oa-^:3i^-^IS«l^ 
SR-58611-A, SB-226552, AZ40140ft W j9 3 T KVt y 

^ n =f * * b (Erogoset) , ^AT/fK (Praml int ide) , V 7^ > (Lept in) , B 

AY-27-9955ft h ° 

[0 10 7] 

T-***A. ^*?*K 7r^i?^ *^t^n-A, 

Vfar/, Ox>7-^, --tr;v^y>> -^x^a ^ 

[0 10 8] 
[HUM] 

[0 10 9] 



1 
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4> 5a _ x ^v- 6 ^-fh7t:Kn^/V-17-^^-^t 

yUKnnf-f/^ 304 mg (1.02 mmo IK ^ * Vflfc 0. 12 ml (1.65 

mmol)£*vW^ 20 mh ^f^AT? K 10 ■lOftfciWfcfc****- 
1 2, 3, 4— r h 91: Kn^y 'J > 0.2 ml (1.59 nnnol) fcinx. 175 

<c © k 1 tk * i** t ft * s ^> i2B# mmiffcaa t * . kjb»* * mm. 
Ltz<D*>, m^mmmm^mi- > y * 50 mu r>*-r* 3 

ml%tnx.r^nn^;VA (50 mlX3HI) fcTlMB Lfc. **»*^*>*^*»^ 

>;*A 1.014 g (16.1 mmoD^nx.. * y*>l/*VW>. 17 ml (2.62 mmol 

*A**«50mK T>*-T* 3 ■l**D*r*nn*)UA (50 mix 30) K X 

- [ChromatorexNH 40 g : 3^n^**>-#*x*/U (30 : 1)] 

! 7_^^-;V-^e;VH^->103 mg (JRSg 33%) *»/io 
[0 110] 

£©*l»3 103 mg (0.25 mmol) £DMF 5mLK«F#U n-^D/r/ft- 
;V 0.12 ml (1.32 mmol). * V * A- t -7 h *v K 142.6 mg (1.27 mmol) * 
JnxT120 < C^4B#F^RlS^^/io RJMMrMKiBfrU 
B^^hi;^A7K»«20«U T>«iT* 3 ml*Jnx.T^ nn^;vA (50 

7A^07K77-f- [ChromatorexNH 5 g : KTffiSU » 

ft^tyvyV-fc 75 mg (JR* 75%)*»fc. £*L**raW*fc U-C«Mb-Mfc 

[0 1111 
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2 



4> 5 «-x^y-6^(3, 4 -ytFn-2H-^/[l, 4]* 

^7'J-# 198 mg (2stepsW 5 4 %) *»fc« £*t** * 

[0 112] 

fl»J3 

4, 5«-i#**-6*- (3, 4-vtKn-l-W-2H-^/[ 

1, 4] 7T*SS) -1 ^-*^tV-3-*-* (y7^fW-7 

«fc«2IE««>*ftt?«ft^4. 5«-x^>-6^- (3, 4-v^K 
D -2H-^/ [1, 4] *TSV) -17-^f^-^tV-3-t- 
;v 164 mg (0.39 mmol)*iftt£ 5 mLfc****, ****V**** V V * A 4 
*JfP* 63 mg 1 >»ilt»tfc. *LTtO»& 

i;-^114mg (MS 6 7%) t*tt^ * V* UT«lflS 

<£$l_4 £#^o 

[0 113] 



J 4 

4, 5a-x^y-6^- (3, 4 - v t Kn - 2 >V [ 1 , 4] 
-9-vV) _ ! 7 jv-^ ;vttv - 3 - ^- ^ • ^ ^ (ft* 

i 1, 2, 3, 
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^ :3j 4 -v^Fo-2H-^^/[l, 4] **W>*m^X, 4, 5« 
-oi*'*v-6/?- (3, 4-^HKn-2H-^/[l, 4] 
_ 3 _^ >*v-l 7-^^-;V-*;Hi^> 134 mg (JR^2 9%) *n?Zo 
[0 1141 

127 mg (0.30 mmol)*m^^^^> 6 mLfcfctf*^ 0 W*»L 
&ftLfc7&*&lNHIIft**^tt^^&ifc 2 -° ^ (2 -° mmoD^Snx.^ 

, ^W^^*A*«3»* «tLT3B^»*#fe- ******** 

4 9%) *#*:. Ctt*^^>^;V^>m^tLT^fc^A*#^o 
[0 115] 



5 

4> 5 8 -i Ji e*v-6^-^>Ky>'-17-7x^-^litV-3 l 

x 4 /i, • ^vx^^tt (fc&WlL) 

^^J4lBm^^tiC-C. 3, 4-^Kn-2H-^V*[l, 4] * 
^y^#HN>FrA I^Knnf^^fHM, 5 a- 
*#**-3-* b^-6-W-17-7x^-^t>-14^ 
->?^-;i/*fflv>-C> il^fe<^7'J-# 90 mg (2stepsl|»8 6 %) 

[0 116] 

^M^6 

- 3 , 1 4 0 • MHmm 6.) 

mmmAtm^mzmcr, s, 4-^Kn-2H-^/[i, 4] * 

1, 2, 3, ifc^Knnr 
>f / yoft) 19 C^yn K>*fflv>T, MflS**A.«>7 U 220 mg (2st 

epsJR^5 3%)*'&tzo zti*mEmm.tLxmmi£&to&-*ftteo 
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[0 117] 



4, 5«-^^v-6iff- (3, 4-^Kn-2-W-lH-^^ 

ttWllltO^feeilD'C, 1, 2, 3, 4-fb7tKn^;')>Offe 
0H3, 4-yHKn-2-t^V-lH-^^tT/> tmKnaf'f 
;>OffcDi:t*'>3K>t^t, M^l^^'J- 158 mg (2step 

[0 118] 



4f 5a -x^y-6^- (3, 4-^Kn-l-^f*-2-**y-l 

««lB«t«>*ttK*fC, 1, 2, 3, 

4-ytKn-l-^f^-2-^V-lH-^^trA *tZ*S 

16 mg (2stepsJR*l 1 %) £*lt»BW[^t«lftmtfffc. 

[0 119] 
*«U9 

4> 5 ff -x^y-6^- (3, 4-ytKD-l-^^-lH-^^ 
_! 7_y^;v-^;vn^>-3, 1 4 p—V-fr — fr • MftWM. WfrMlf 
9J (D&Wu 

%Mm%mm<n*nfct\^x'&bfttzA, 5b-i^*>-6^- (3, 4- 

y b Kn _ ! -y^;V- 2 -**V- 1 y ) -3 - J* 1 

7-^^-;V-^e;VH^-V- 1 4 /?-*-;H44 mg (0.31 mmol) & TH F 10 mU~ 
}#8?£-£> 2N**7>v^^*^7^ KTHFiS 0.78 mL (1.56 mmoD&jQx. 
fc*, ia:t5t«t^o -to1fe5 0X:WWIL-r2B»WtWU*:. »S 
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^7A^n7ftiSU 4, 5«-^v-6^- (3, 

- 1 4 /? * 76 mg mm 5 4 %) 

[0 12 0] 

*m$k® 42 mg (0.14 mmol) %DMF 5mLH?#«IU n-^0^>f^-^ 
0.06 ml (0.70 mmol), * 'J ? A - t -f V * v K 76 mg (0.67 mmol) &fl[I;LTl 
20'Ct?4BtF^R)a>$^^o R^^^miai'^t, R/Srl^^^^** 
±Y V^ATfcM 20 ml, T^^-TtK 3 ml£flDx.T*nn*;i/A (50 mix 3 

©)^tatBb/co #wi«r^*>*-ctt«iA**^-cft^^^ mam**?* 9 ' 

^7^77^ -tc-otmu ^a^t/^^ i; 25 mg or* 3 4 %) 
[0 1 21] 



1 0 

4, 5«-^* 0 *v-6/?- (1, 2, 3, 5 -f>^Kn-^/[e] [ 

1, 4] **-»Mffc?y') - i7-^^-^^t>-3-t-;v-^>^;v 

ldl«lfB*O^U*C-C, 1, 2, 3, 4-th9UWr/Otfc 
OKI. 2, 3, 5-f>9tKn-^/[e] [1. 4] **W\£>*m 
V>T, aWffrfrtta 33 mg (2stepsJjX* 1 4 %) £t#/c 0 £*t£^ 

[0 12 2] 

HJfctffl 1 1 

17-y^n7 , nt>^f;v-4, 5 a -<x#*S/- 6 0 - ( 1 , 

6 ^--j-;^ v^-JJ-* V 150 mg (0.44 mmol)?: DMF 7mL 7* 



miE# 2003-3093666 



0FI2OO 2 -2 9 5 6 1 6 ^ ^-v : 66/ 

*«fc*W71 mg (0.48 mmolK h 'Jxmr/ 0.92 mL (0.66 mmol)£jJD;i 

, »ft#*ii©7'J-# 120 mg (W5 8 %)*»*=<> £*L*«t»fc LT 

[0 12 3] 

£Jfc081 2 

1 7-v^a^nt'jV^f;v-4, 5 a v- 6 /? - (5-^^-1, 
4 p—;;*- (^tlJL2_) 

mkim*m^X, *MM*±2.9>7 V 219 mg (Jfc*7 7 %)*#*=«, - 

10 12 4] 

^Jfe^iJ 1 3 

17 _ 7 i;;V_ 4> 5 a -x##->-6 i9- (1, 3— 5>**V-1, 3-vt: 

Kn-2->fv>f >hM;v) -^e;vt:^>-3, 1 4^-vt-;v-I5tt ( 
rt-S-fel 1 3 ) <D&m 

mmmi itm<ot>m~mcx, e ^-t^hmr/otfcoci 7-7 

£ffiv>t\ ^m<k^%J^.^7V-# 24 mg (63 4%)£#7to itt*ffiS 

[0 12 5] 

*ifc#J 1 4 

4, 5a-x^y-6^-(l, 3-***V-l. 3-*fcKO-2— fV 



2003-3093666 



^rM2 0 0 2 - 2 9 5 6 1 6 ^ ^-v I 67/ 

(1> 3 __y^^ v _ li 3 -i;tKn-2-^f vf 

3, 1 4 /?-v*-;V 300 mg (0.65 mmol)£7-fe h-h^V 8 mU 1, 2-v> 
4 mU *Ut* 2 niW)il^»»^****. (Ph 3 P) 3 RhCl 120 mg 
(0.13 mmol)^inx.r, 1 0 OrtCT 1 8l$mil*MtiftLfco RJ6«ESrM^«C 

fflbfco tfflWfc-frfc*^ U aMtflPr^* ******* 

yyyj- U i^fc^UlA^ "7 ij -# 120 mg (J» 4 4 %) 

[0 12 6] 

mxm 1 5 

6)3- (5-^nn-l, 3— ?**V-1, 3-VKKn-2->fV^>M 

gjfcttl liam^^ffi^mCT, 7*;vm&7fc%o#frOK4-*nn7*;v 
m^TKtJ^ffiv^T. 91 mg (W7 7%)iftfc. - 

[0 12 7] 

H»J 1 6 

3--yjj-*y-l, 3-y'tKD-2--fV^>hM;v) -*)VKi->-3, 

i i fB«^*ife^ cr, 7 9 /MKfc*Ws>#fr *hc 4 - 7 * ? * 

*»*S*»*ffiv*-C, «Hb^»li©7V-# 80 mg (W7 0%)t*fc. 

[0 12 8] 

1 7 



17-y^nyntof;i'-4 I 5 a —x#*->- 6 0 - (4-7^*n-i 



miE# 2003-3093666 



^F§C 2002-295616 ^ • 68 / 

^J&tffl 1 1 IBWO^ttum CT, 7 * 0 K 3 - 7 n 7 * 

;vm&7}t«ffiv>T, «Mfc^*ii«>7y-# 123 mg OR* 5 7 %) *r#fc. 

[0 12 9] 

H»J 1 8 

x 7 -^^nyntf;i/^f;v-4, 5 ff -x#^->-6^- (4-^^-1, 
3 _^^y_l, 3-«/li Kn-2-W VfV K>f ;V) -*^Vit>-3, 1 
4 psjx-)], . M^m^ tfk£-«$U_3J 

MINI lWW>#8:fc*C-C, 7^^«**W^#*>^^3-^^7^>U 
»«teicW*ffl^T, WMk^iA^^V-fl: 108 mg OR* 5 l%)*f§fco - 

[0 13 0] 

^tttfl 1 9 

17->^n^nt°Wf;V-4, 5 ff -x^y-6j?- (1, 

_ 1? [f] — =e^^^>-3, 14/? 

tf>mm*m*m^"c* mmit&mjs-v? y 263 mg or* 8 6 

[0 13 1] 

Hifcfl) 2 o 

17-y^n7'Dk:>^f;V-4, 5 a 6 (2 , 
2 0 ) <7>-£-J& 

6 ^_^;H.V^-9-^> 300 mg (0.88 mmol)*^nn^;VA 10 mL^»»* 
*^9W&ki&fo 92 mg (0.92 mmmol) fciflX-fctlL MM"? 2 B#K$#L*:o 
-eo^, *<0®£*fc4tei*» 305 mg (2.82 mmolK b U ^f^T ^ > 286 mg 



mfflft 2003-3093666 



2002-295616 ^ ^- v : 69 

(2.82 ■oDfcJPilfctk 1 5B*Wira*MKftLfco Rl6***»fc:lfc*U RJfc 

£T»»U 3-7-feh^y-17-y^n7 t n^Mf^-4, 5.-*** 
->-6/?- (2, -t;^t^-H^-t 
-;V258 mg 0DU$6 3 %) 
[0 13 2] 

ZVmmm 221 mg (0.47 mmol)£^*^-^ 10 mLfcai#$-ti\ 2 8%T> 

90 mg (W9 5%) *»fco Ctt«rS5SWtttT«lft^»iJL*»feo 
[0 13 31 



12 1 

*~>_ 6/ 8- (2, 5-V**V-l-^niJS;^) -*^t>-14^- 
*- JU 200 mg (0.43 mmol)£THF 5 riLfcfctfS*. -bn^M>^ 8 
5 mg (0.62 mmolK DBU 66 mg (0.43 «ol) lfi^l^f« 

An-cawLfco ^i«*^-c, u fc***-^** 

2j 5 _ W y-i-fn';^) - l7->^n7*atf^f^-4, 5 



ffiSESfiF 2003-30936 



2 002-295616 A : 70/ 



a -_i#*->-*)Hs*->-l 4 0-*-* 196 mg 0K*8 2 %) 
[0 13 4] 

:fl5 i» 195 mg (0.35 mmol) * * * / 10 Afc****, 2 8%T> 
*-T*»» 1 AtO-CICTllPiLTlWWaWtfco iOjRJSfi-fr* 

70 mg (JR*9 5%) £*t UT«iMli*^o 

[0 13 5] 
#1 WJ 2 2 

! 7 _~>^n7°nif;v^^;V-4, 5«-x**'>-6jJ- (3-^VT>- 

ytffl^t. 2<P7iJH£ 139 mg (2stepsi|X^4 3%)**#fco - 

[0 13 6] 

Hifefll 2 3 

) -i7-y^n^nt s jMf^-4, 5 a-x-tf*i/— =e*^^>-3, 14 

;Vy^A^>^fflv^ tmflC&mZZSO'l 'J -flt 107 mg (2stepsl|»4 

[0 13 7] 

^»fl 2 4 

6i8 _ (3 _/ f .; r y-2, -17— 



{±ifiE# 2003-3093666 



^T-m 2002-295616 ^ 



^-v : 7] 



12 llBRO^ftKHIC-C, -fn^fM^^fbiJ^hD^ 
y^fflv^T^ mmik&yo2jLV>7 ') 286 mg (2steps^5 6 %) &#fco ^ 

[0 13 8] 

mum 2 5 

5 /?- (l-KKn*->- 

^y-6^-(l, 3-^**V-l. 3-ytKo-2-^fV^>K^V) 
-^;Vt^-^-3, 1 4 156 mg (0.33 mmol)£^ 9 J —fr 5 mU 

^nn^A 5 A<0«£**K»**^ TkStft*^^^ ^^61 mg (1.61 
mmol)*Ot:^Ttn£-C2^K^LfCo BOSaW«K:«0JW**^ 

2 5( ^ 7 )j-f i3Q mg (IR^ 8 3%) *r»fco i*i«:S5^i: LTSMS* 

fe2 5 ^^l/Co 

[0 13 9] 
Hjfcfll 2 6,27 

UttfVl HBHO^ftt-CiUttfcl 7->'^n7 p ntf;v^^;v-4, 5 « - 
#*'/-6^-(l, 3-WV-l, 3-ytKn-2-^V^f^M;V) 
-*/H_i->-3, 1 4 p-VX-fr 2.00 g (4.23 mmol)&DMF 20 mLX^ 
'J7A 1.76 g (12.7 mmolh ^>^7D7/f K 0.5 mL (4.70 

0 ■L«rlpiLT*BI^>i'^TttttiLfco tf******^. ^ ^MticfcT 



ffiffiJjf 2003-30936 



^f{H2 0 0 2 - 2 9 5 6 1 6 ^ ^-v I 

[0 14 0] 

^fct^fefrfc^JSto***'-' 1 ' 30 nL, ^nn*W 10 BLOjR^»«t^ 
7Ymit^^i- hV^A 161 mg (4.26 mmol)* OTCl'-CtJO^T 2B# 

* 9 A^n-r b^9 7-f-»CT**U 3--<^v^^drv-l 7-v*n^n 
e;v^^-;v-4, 5 «-.x#*i/-6 fi- (i-tKn^-3-W-i, 

Fn-2->f Vf V K-OV) -^/mf-V- 1 4 1.90 g (2 

stepsJR^8 0%) &f§fco 
[0 14 1] 

200 mg (0.35 mmol) Sr h 10 vLKmM^> Y * 

V^Vf) i; 7i-H^*5> 147 mg (0.43 mmol) £inx.T 1 5B#Fi9#n 

xf;vi:rtttUU:o IMDtl*»:-cft»t, fc*W^ 

**V-1, 3--?fc Kn-2-W > -Wt^-l 
;V@«fcJ&53*33 mg, *3 i tFSmttJfcfl- 38 mg (#JjX^ 15, &£Xfl 7%) £ 

[0 14 2] 

#fc*L£1g^j£3- 33 mg (0.05 mmol)£^ 4 mLH*»$*. Pd / 

C 19 mgfcinx.^ *«#H*CT-ca»K:T 2 OWWU. *«>*»B» 

'j*W7A^n7h^77^i:tiIU mmtt&Vll2-&.< 7 >7V-<fc 15 
mg OR* 5 4 96) **#fco £*L*«:ffl«fcLT»ft#*_^*#fc« 
[0 14 3] 



ffiiE# 2003-3093666 



0fI2OO 2-2 9 5 6 1 6 ^ ^-v : 73 

-^■C»fe*Lfc**ttJ«fl' 38 mg (0.06 mmol) £^ 9 J 4 
, Pd / C 20 **ftl*.fctk *«*H*TT?a*^t 2 0*IWH*Lfc. 

ft 17 mg (JR*5 3%) *»fco i*Ltff5WH: It 
[0 14 4] 
2 8 

l7-i/^n^nt»f^-4, 5 a — is — 6 £ - (l-**V-l, 

^—6 iff— 3-VtKn-2-^V>f>K 
-*;Vfc7->-3, 14^-vt-;K^WVtv-M 150m 
g (0.32 mmoOfc&'ft^W 7 mL. ^Dn*W 25 *<0»***fc**** 
, H7';-ffc*f*i-r^ 0.22 mL (1.73 mmol). x.f-A'i'JV 0.28 
mL (1.73 mmol)«r0r-CUn£-C2 2ttW«*Lfc. Rfi>«*«fc**n* 

mft&®2 s<pyy-fc 55 m g ok* 3 s%) c^ietttt-ct 

[0 14 5] 

2 9 

17-y^n7 p nt»fii'-4, 5«-x^y-6^- ( (2 S) -v-^ 

KnaK> 300 mg (1.00 mmolK 244 mg (2.00 mmol)* 

> 15 .1 (S) -7-n-j >vxfJV7 5 K 200 mg (1.17 mmol)* 



tHSE# 2003-30936 



2002-295616 A V *• 74/ 



»«[*Sa»wft^tfcOt». •>7/*#ft*'5'ttf 1 J9A 188 mg (3.00 mmol 

jPHk£-#J2 9Q7'J -#202 mg 0I»4 4 %) CltL^M^m^t Ltf 

[0 14 6] 

«M 3 0 

17—>^nrotf^^fA/-4, 5 « -xt^y- 6 /? - ( (2R) 

-etTl, 2, 3, 4-f h^tKa^yr/^ 1 )^ (R) --/nUV^J. 
f-;VT^ K&fflv»T\ jfrflMfrfrfo 3 0 O 7 U -#42 mg (2stepslR?£4 0 %) 

[0 14 7] 

mmm 31,32 

l 7_v^n7"nif^^^;v-4, 5<r-x^y-6o- ( (2S) 
frUJi/rtfi )V- 1 -fcfnvj -^)V\L~)ry-Z-jr-^ -m&^M. (it 

^i 3l) „ feit^l 7-y^n7 , n^fK4 ) 5«-x^V-6^- 
( (2S) -yxf;v^;w^^;i/- 1 -tfcnj -*ji/t^>-3-* 

• SS^fi (Mil) <7)"£-J& 
3 _^>v?;v^-^v^;V^^-ndrv- 4, 5 a -x^y- 1 7 6 
-^■^y-^^-ry 188 mg (0.45 mmol)> 88 mg (0.72 mmol)* h 

;vxv 20 mlfcfcJBS*, (S) -^ny ^^f;V7 5 K 1 1 5 mg (0.68 m 
mol)*lnix.^O*>. 145r<7)^^T7K*^^*^^^^12B#r^n^mruL/i 
o Lfc© - ^ vT^*^**^^^ 99 mg (1.58 



ffilE# 2003-3093666 



QfrM. 2002-295616 ^ ^~ ^ 75/ 



4, 5«-i##V-6- ( (2S) -^xW^^V-l-liO'Jv- 
[0 14 8] 

^Ol^^*ii x ^^ 10 mUCfcJBS*, Pd / C 15 mgfcinx.*:^ 

TfflmL^^tJ^JL^^^-^ 13 mg (2stepsJR*P 6 . 6%) > iSitmM 
^tll^7'J-# 9 mg (2stepsJ»4. 6%) £#fc 0 i*it**Lf*iS 

[0 14 9] 

II WJ 3 3 

«WI3 0B«O*ftC»^ (S) -ynr^ W 5Foffe^:f 
^3T/»^W5 K*ffiv*T\ Zmft&mS-Z-nyV ~^66 mg (2 steps 
JDUM 4 %) - ti*mftM&t Lxmmfo&Vll3-3-Z&fco 

[0 15 0] 
H»J 3 4 

! 7_->^n7 P Otf;i/^f ^-4, 5„-x^i/-6«- (2— *3rV— 1 — 
enij^^;v) -*;vt:^>-3, (<fc^_3_4_) 

[0 15 1] 

0.445 g (1.96 mmol)£j* 9 100 nLKfeMZ+t. 7fc##ffl^ 

t^»kt 2 -e-oifetoasst^ t;n>^v« 1 

0.0 g (26.5 mmolK 4-7§>'*»*f >HWW 17-8 g (105.9 mmol)<^* 



ffiiE# 2003-3093666 



^12 0 0 2 - 2 9 5 6 1 6 ^ ^-v> ! 

-x^->-6«- (4- (ih^y^;v^;v) — 

-3, 14 5.46 g ODUM 5%) £#£o 

[0 15 2] 

dOffiSMfc 4.46 g (9.77 mmol)*: HWO 30 mU::?#*$*"t. 7 2 ^IHin 

[0 15 3] 

^1*609 3 5 

6«- (3-^>v>-2-t#7-l-^'J^) - n-^D^nf 

^v-6 ff - -^;m^-3, 14/?- 

269 mg (0.65 mmol)£THF 10 AH****. OCCt 0.36N L 
DA THFfcifc 6.0 mL (2.16 mmol) StUD^T 3 0^I#t^c ^(D^yV 
)Vfu^y( K 0.23 mL (1.96 mmol) ^Dx-T 1 0 0^I3fU:o *ORJfciI£- 
iftfcl&?fnJtB&*c*'*- b y V &i^WL*Mk.X 9 uu*)VJ*\zxm&\^tZo ^r«* 

»U ««'ffc^*AJ5.^7y-#49 mg (Wl 5 Z.fL*mGW&£ 
[0 15 4] 



ttiBE# 2003-3093666 



^12 0 0 2-2 9 5 6 1 6 ^ ^-v : 

mm 3 6 

_ 4j 5 a -i^^v-^;Vli^>-3, 14^-^-;K-mfV 

• (tt^_3_6_) 

^y-6a- (2-W-l-^nVv'-;V) -^tt>-3, 14/?- 
219 mg (0.53 mmol)*DMF 5 mL£»#3^ £Sfc*'J*A 738 mg 
(5.34 mmolh ^^Wn5 K 0.19 mL (1.60 mnol) £inx."C^i&fc-C 9 6 B# 

x-f;K:-C}iliIHUco *M*'fri>* , C«^***^* c ** t - fc****^ 

/l/fc^-V- 1 4 /?-3--;V265 mg 9%) &#fco 

[0 15 5] 

*fflRfc 248 mg (0.50 mmol)£THF 5 nLfc**3 0*CKT 0.36N L 
DA THF*» 4.1 mL (1.48 »D*ttilT 1 *W*#Lfco *^ 3 " lfl 
0.08 mL (0.99 *to*T 3PMB*#Lfco *ORl£»*«fctt*Ufc* 

l 7 -'>^oyntf;v^^;v-4, 5o-x^y-6«- (3 
-i^-;V-2-^^V-l-t: 0n ^> r - ;V ) 4 /?-*-^ 176 

mg (JR^ 6 7 %) 
[0 15 6] 

171 mg (0.32 mmol)> o-7^^ 108 mg (0.65 mmol)£^*^ 
-)V 10 mLKS^$-£> Pd / C 150 mg£JDx.fc^> 7KS&£HStTT£i&fc^ 1 



UiSE# 2003-3093666 



2002-295616 ^ ' 78 / 



^b^ifi-^^y-ff 68 mg (^4 8%) ZWfco Z.ti*m?5W&t LX 
[0 15 7] 

mmm 37.38 

6«- (3-7'f^-2-t^V-l-lfn>)y^) - 1 7 -~>* U*?X2 
jY.^m 3 7 i tf.3_aJ <£>^J£ 

. fHPHh^3 7<P7'J-ft (H5*tt^) 85 mg (3stepslDl^2 9%), 
^m4b^^_8_<7)7y-#: (teffitt&fl*) 22 mg (3stepsW7. 5 %) £# 
itLtr-etL-PtLSSmmi: LTa«<b^«ftiI.iJ«t« r ^-S.*^^«» 
[0 15 8] 
3 9.40 

fflv^T, &»ffrfr»J3 9Q7'J-# (ftffit§Ufc#) 124 mg (3stepsi»4 1%) 
N &£Zmmfo&WASLe>7V-fc (ffitttt**) 31 ffi g (3stepsi|X^l 0%) 

[0 15 9] 

1,4 2 

x 7_~>?n7 p nfc:;l^f-;v-4, 5a-x#*->-6a- (3- (4-7;V* 

H»J 3 6 ffi®<7>2f & t T 3 - Ki * > *> K 4 - y * * n ^ > v ;v 
ya5 Kfcffiv*t\ iI^ill<^7 1 J-# (WSttJft*) 105 mg (3steps 



ffi|E# 2003-3093666 



^F®2 0 0 2 - 2 9 5 6 1 6 ^ : 79/ 

W 3 8 %) . & i rF^«>»vfrfo 4 2?) 7 U CiBftttlft^) 33 mg (3steps 

[0 16 0] 

Hi&^l 4 3,44 

1 7 _^^nyntf;v^f;v-4, 5 ff -x^y-6«- (2— t*V- 3 — 

^fflftl 3 6 fBIRWfcfcifc era - K^* ><7>#*> 9 K 4 - b y 7 n j* b 
^s^-yVfrfu ^ K*fflv>T, IW^ii©7 V -# (JMttlSflO 172 
mg (3stepslR^ 5 3 %K & * OWIft^iiO 7 U -4* (OTttftft*) 52 
mg (3stepsJR^l 6 %) *#fco d*tt*tL^Wra«*k tt»ft«Al 

[0 16 1] 

SUfcfll 4 5 

6ff _ (3 _^ijf>-2-^y-l-fnyy^) -17-*>*n:/ 

(4t-£-^A_5_) <^J& 
£jfeffl3 6iam^ [ t , H#fctT#'bttfc3-^>^V*^v-l 7-v^ny 
newf^-4, 5«-^v-6«- (2-t4rV-l-enij^;v) 
4 yS-^-^482 mg (0.96 mmol)£THF 10 mUl^5?£-^ 
-7 8*CfcT 0.42N L D A THFM 6.9 mL (2.89 nrool) £Jnx.-C 1 B#TO 
#Lfc 0 ^^^^'/^ 0- 22 ^ ^- 92 mmol)«:Jnx.'r2^FWa^U^:o 

t^y-i-en'jy'-;!/) -i7-y?n^newfJV-4, 5c -.x* c :*- 
«>-^;vii^-^- l 4 p—ir— frZ&fzo 
[0 16 2] 



ffiSE# 2003-3093666 



^12 0 0 2 -2 9 5 6 1 6 ^ ^-v : 

C(7)fi^jStJ^ *9J-fr 15 bH=»»§*. **ft#*3IH- 158 m 

g (4.18Mol)tJPiLTa»lc-C2l»««»Lfco 

-^>v;vjj-^'>- 1 7-v^n7 p ntf;v^^ L ;v-4, 5 a-J.^ 0 ^v-6 «- 
(3- (tKD^y-7x^w^f^) -2-**v- l-en'j^-;v) - 
tjVHt>- 1 4 (3-*-)V*%tzo 
[0 16 3] 

#fc*LfcJffl£j£«K o-7^Vf 282 mg (1.70 mmol) ^r^ 9 J 40 mLK 
mm^t. Pd / C 200 V *lm*.fc** **#B«T-CS»CT 1 8tt««i*L 

-y^n7 , ntf;Mf;v-4, 5„-xW-6«- (3- 
x -)i/->^>u) -2-t^v-i-tin';^) -^vtt>-3, 140 

[0 16 4] 

^JB^jftW* h/Wty 60 mLK$g#$<!\ r/77-^^>i 323 mg (1.3 
9 imnol)^ijnx.T2 3»Httd«kL^. »D**a*fctt*Lfc*. 

A^n7^77^ KTffift LlWft^ii^ ^ y 153 mg (4stepsJR 
^3 2%) fc#fco i*it»5«iafc LTjMlfl5*«ii.«:1»fc. 
[0 16 5] 

mmw 4 6 

j 7 _y^n7 , at>^f;V-4, 5 a — <x.#* v- 6 0 - 1- 



miE# 2003-3093666 



^^f-m 2002-295616 ^ 



6 V*^* y 6.70 g (19.6 mmol) ^mt^^ V> 250 mU'^S 

^m^HJ^ 5.19 g (48.9 mmol), K 4.59 mL (4 

1.1 ■»l)*Jn*.TMICTl 8ttm«#Lfco BUSittWtLTtt&tLfc** 

54 U 6/3- (4-^nn77>75 K) - 1 7 -Zs? u-fu M)V* 4 , 

5 a _.x.*-*y-;e;Vfc^-3, 1 4 4.74 g OR* 5 4%) * 

[0 16 6] 

-CO^f» 1.59 g (3.56 nmoDSrDMF 10 mLKi#*i$£-S\ *V>A-t- 
7KyF 799 mg (7.12 mmol) «rJn*.-C£»fcT 1 8WFl«*#Lfco 

ffiSU 46^7V-^ 577 mg (JR^4 0%)*#^o 

[0 16 7] 

mum 47,48 

6/? _ ( 3 _^v^-2-**y-l-^ni; 

*-*~>-60- (2-t^V-l-^n'J^;v) -^e;vt:^>-3, 14^- 
v*-;V 284 mg (0.69 mmol) & DM F 7 mLK*#j§?$-g\ J^M* V * A 958 mg 
(6.93 mmol), ^'✓^'/n? K 0.25 mL (2.08 mmol) & ill x.TMi&fc-C 1 7 B# 



mtE# 2003-30936 



2002-295616 ^ ' 

7A^7h^77^f -fcTtt».U 3 -^>->'^t^v- 1 7 - V* n^n e 

^tt^-l 4 p-*-^ 281 mg (IR^8 1%) 
[0 16 8] 

#fjf»J 145 mg (0.35 mmol)£THF 5 mUCj#|i|£-£, -7 8 "CUT 0.36N 
LDA THF*#$. 2.84 mL (1.02 mmol) £2JDx.T 1 B^ttft 2 Lfco 

K 0.10 mL (0.87 mmol) &Snx.T 3 B#F^m#b7to ^RJSr&^&K 

1 7-v^n7°nii;i/^^;V-4, 5 fl -x^y-*;Hit>- 1 
[0 16 9] 

£ <7)ffi£j&^ o - y * 66 mg (0. 40 mmol) £ * ? J - * 10 mUC}#»£ 

^ pa / c ioo m*i&tt'ik, imm-m%yxm.UKx 4 . 5B#r H m#t^o 

(mm&l&ft) 32 mg (2stepslD^l 8%) . &£.T}*mmttitMA&.<0 
(ISfett^) 10 mg (2stepsJR^5. 4%) £fr£^*L-e*L 

m^am&t \^xmMit^m±i.^^±^.^^o 

[0 17 0] 

H»U4 9 

6/3 _ (3-^;u-2-t^V-l-t:'n'Jyx;V) - i7-y^ynt> 
^>^fflv>T. ^^#AJ.^-7i;-m6 mg (2stepsJR^7. 3%) 
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[0 17 1] 

HMffl 5 0 

6/? _ ( 3 -^'JfV-2-**V-l-^y^) -17-v^nT 0 
Mt^_5_0_) 

HW04 5|Bmo^^CT, 3-^>^**">-l 7-**n-/nif* 

li-j-y- 1 4 /KD*frD i:3-^W^f">- 1 7-y^n^nt> 

tt >_14 p-*-)V*m^X, *Bft#WiIL^7y-#41 mg (4stepsJR 
$10%) *#fc„ itLfcMEBBfti: ltiHk^i_Q.«:#^o 

[0 17 2] 
H»9 5 1 

6/? _ ( 3 -rf'jr/-2-^V-l-^'J^) _i7-v^n-/n 
i& W/frft 5 1 ) <D&J& 

mmm 4 5 tm^mm cx, 3-^^-17-^°^^ 

tt >-14 j}-*-^Ot*) 5 K 3 1 

T, WM-fK^ 5 1<^7'J -#29 mg (4stepslRJ£ 1 1%) &**fco ittSr?g5 

mm.t Lxmmft&®}5-L*'&*:<> 

[0 17 3] 

5 2 

17 _- > ^ D 7'ot>/<f;V-4 ) 5 a -J^3r->— 6 p — ( 2 — V— 3 — 
7l ^ fljr/ _ 1 _t?nijy-;u) -*/ns-*->-3, 1 4 p—VX—fr • M 



miE#2 003-3093666 
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gtttiu 5%m<Djim~mcx, 3-^>v^**v-i 7->^^t> 

j^y- ! 4 p-*-)V<Dmt>*) {:3 -^yy>t#y - l 7 - v * n -/n if ;V 
yf-;v-4, 5 «-^*'*~>-6 /?- (2-^V-l-fn'jv-;V) 

n V K^fflv^T, M^^_5_2_0 7';-^19 mg (4stepslR.^6. 2%) 

/Co CtL^MSmmi:LT^m^i2.^#^o 
[0 17 4] 
3.5 4 

60-. (3- (4-^on7x^y) -l 
7 _- > ^n7°ntf;v^f-;i'-4, 5 « -•x.^v-^m^v- 3 , 14^-v* 

6 ^-^v M^-^ > 1.06 g (3.09 mmol) &^ft^ 30 mUC?§f#£ 

-£> #t$H-HJ^A 820 mg (7.73 mmol). 4-*nn-2- (4-^U7x 
y^v) Sim^niJ K 1.73 g (6.49 mmol) £3jn;iTMr&KT 2 4B^TO#t/c 

77^i:«U 6/?- (4-*nn-2- (4-^nn7x^y) 7* 

> T =p) -1 7-y^D7 P nt>^fJV-4, 5 a -x^y-*KtV- 
3, 14)8-yt-^ 116mg W6. 5%) £#fc 0 
[0 17 5] 

■*mWm 96 mg (0.18 mmol)£DMF 10 mUC?#8?£-£, ^'^A-t-^h 
100 mg (0.89 mmol) fcinx.TMiaKT 7 0mmmWLtz o *:<7)%UBm& 

§gL^M<fc^L^<£>7 Gi^ttJ&fr) 25 mg (H»2 7%) > ££0^ 

(i&^te^) 19 mg mm 2 0%) £#£0 itL*^- 
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[0 17 6] 
[0 17 7] 
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M& 150-152 CC) \ 

&&5£ C26H30N2O2 • 1.50C4H6O6 • 0.8H2O 
C:59.86, H:6.37, N:4.36, 0:29.40 
C:59.77, H:6.52, N:4.38. 0:29.33 
NMR (ppm) (300MHz,CDCl3) 

6.93-6.87 (2H, m), 6.70 (1H, d, J = 8.2 Hz), 6.58 (1H, d, J = 8.2 Hz), 6.51-6.46 
(1H, m), 6.37 (1H. d, J - 8.5 Hz), 4.62 (1H, d, J = 8.5 Hz), 3.19-3.11 (3H. m), 
3.08-3.02 (1H, m), 2.96 (1H, d, J = 18.5 Hz). 2.74-2.70 (2H, m), 2.52-2.44 (1H. 
m), 2.35 (3H, s), 2.31-2.29 (1H, m), 2.20-1.48 (9H, m), 1.11-1.00 (1H, m) &7 

DUcm" 1 ) (KBr) 

3001, 2932, 2855, 1600, 1498, 1458, 1371, 1344, 1293, 1260, 1214, 1191, 
1149, 1128, 1107, 1075, 1025, 1000. 
Mass 

it&® 2 

MM 286 CC) 

®J&j& C25H30N2O2 • 1.08MeSO3H • 0.9H2O 
ffifLlfi C:57.95. H:6.36, N:5.18. 0:18.17.S:12.34 
HiSHI C:57.77, H:6.52, N:5.18. O:18.10,S:12.43 
NMR (ppm) (300 MHz, CDC13) 

7.00 (1H, dd, J = 1.8, 7.6 Hz), 6.92-6.87 (1H, m), 6.76 (1H, d. J = 8.2 Hz), 6.64 
(1H. d, J = 8.2 Hz), 6.60-6.54 (2H, m). 4.58 (1H, d, J = 8.2 Hz), 3.63-3.51 (3H, 
m), 3.16-2.98 (4H, m), 2.57-2.52 (1H. m), 2.38 (3H, s), 2.34-2.32 (1H, m). 
2.22-2.14 (2H, m), 1.91-1.44 (5H, m), 1.16-1.02 (1H, m) My 'J 
IR (cm 1 ) (KBr) 

2925, 1609, 1584, 1484, 1440, 1373. 1337. 1280, 1253, 1175, 1146, 1112, 
1069, 1045. 1025, 965, 925. 892. 855. 
Mass 

it&%3 3 

Iftjft CC) 
HUMS 

NMR (ppm) (300MHz,CDCI3) 

7.54 (0.5H, t, J - 7.6 Hz), 7.53 (0.5H. t, J = 7.6 Hz), 7.2-7.25 (1H, m), 6.78 (0.5H, 
d, J = 8.2 Hz), 6.77 (0.5H, d, J = 8.2 Hz), 6.60-6.75 (3H, m), 4.74 (0.5H, d, J = 8.2 
Hz), 4.67 (0.5H, d. J - 8.2 Hz), 3.90-4.05 (1H, m). 3.75-4.85 (1H, m), 3.50-3.60 
(1H, m), 3.10-3.20 (2H, m), 3.04 (1H, d, J - 18.5 Hz), 2.50-2.75 (2H. m), 2.41 
(3H, s), 2.3-2.4 (1H, m). 2.10-2.25 (2H. m). 1.6-1.9 (4H. m). 1.1-1.2 (1H. m) 

IR(cm"') 

Mass (ESI)437((M+HH) 







[0 17 8] 
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[*9] 



M& CO 
WiMt 




NMR (ppm) (300 MHz, CDC13) " ~" OH 

6.80-6.73 (3H, m), 6.66 UH, d, J = 8.2 Hz), 6.58 (1H, dt, J = 1.5, 7.6 Hz), 
6.51-6.48 (1H, m), 4.62 (1H. d. J = 8.2 Hz). 4.31-4.11 (2H, m), 3.65-3.57 (1H, 
m). 3.45-3.31 (2H, m), 3.18-3.14 (1H, m), 3.02 (1H, d, J = 18.5 Hz), 2.61-2.56 
(1H, m), 2.42 (3H, s), 2.39-2.36 (1H, m), 2.25-2.17 (2H, m). 1.94-1.84 (1H, m). 
1.74-1.47 (4H, m), 1.16-1.04 (1H, m) J©7 U 
m(cm'') (KBr) 

2927, 1736, 1604, 1501, 1448, 1375, 1341, 1310, 1278, 1242, 1208, 1179, 
1148, 1128, 1059, 975, 925, 860, 823, 796. 735 
Mass 

itizm 5 

161-162 CC) 

C32H34N203 • 1.94MeS03H • 0.40H2O 
MUM C:59.23, H:6.23. N:4.07. S:9.26 
^ISOffi C:59.14, H:6.32. N:4.05. S:9.26 
NMR (ppm) (300MHz,CDC13) OH 
7.34-7.18 (5H, m), 7.05-6.96 (2H. m), 6.77 (1H. d. J - 8.2 Hz), 6.64-6.55 (2H, 
m), 6.25 (1H, d, J = 7.7 Hz), 4.81 (1H, d, J = 8.2 Hz), 3.64-3.36 (3H. m). 3.09 
(1H. d, J = 18.7 Hz), 3.05-2.99 (2H, in), 2.85-2.54 (7H, m), 2.24-2.04 (3H. m). 
1.65-1.44 (4H,m) ffi7';-# 
TR (cm' 1 ) (KBr) 

3376. 3025, 2926, 2831, 1736, 1605. 1489, 1455, 1398, 1325. 1242. 1187. 
1152. 1125, 1036, 993. 941. 917. 854, 746, 700. 634. 583, 
Mass (FAB)495((M+H)+) , . 





6 OH 
193-194 CC) 

®J&& C26H30N2O3 • 1.0 C4H606 • 1.0 H20 
tm®. C:61.42, H:6.53, N:4.78 
HifflHI C:61.41.H:6.62.N:4.74 

NMR (ppm) (300 MHz, CDC13) 

6.99-6.91 (2H, m), 6.79 (1H. d. J = 8.2 Hz). 6.65 (1H. d. J - 8.2 Hz). 6.59-6.45 
(2H. m). 4.78 (1H, d. J = 8.0 Hz). 3.73 (1H. ddd, J = 12.6, 8.0. 4.1 Hz), 3.38-3.27 
(2H, m). 3.15 (1H, d. J = 18.0 Hz). 2.80-2.76 (3H, m). 2.60 (1H. dd. J = 18.0, 5.2 
Hz), 2.44-2.40 (1H, m). 2.38 (3H, s), 2.29-2.11 (2H. m), 2.05-1.90 (2H. m). 2.16 
(3H. s), 1.67-1.62 (1H. m). 1.52-1,41 (1H. m) t7 'J 

IR (cm- 1 ) (KBr) 

3200, 2929, 1736. 1638. 1601. 1572, 1499, 1458. 1372. 1341, 1307, 1241. 
1189! 1161. 1125. 1110, 1061, 1034. 1016. 994, 979, 941. 
Mass (EI)418<M+) 



[0 17 9] 
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mi 0] 




2 oh 

SIS 260-261 CC) 

j&j£5£ C25H27N304 • 1.02 C4H606 • 0.6 H20 
ftJMt C:58.47, H:5.79, N:7.03 

%m& C:58.47, H:5.63. N, 7.13 ^"~-r>H 
NMR (ppm) (300 MHz, CDC13) ~ 

6.93-6.80 (3H. m). 6.75-6.70 (2H. m). 6.66 (1H, d, J - 8.2 Pfc). 4.81 (lH.d. J - 

8 0 Hz). 3.91 (1H. d. J = 12.2 Hz), 3.65 C1H, d, J - 12.2 Hz), 3.18-3.07 (2H, m). 

2.72 (1H. d, J = 5.2 Hz), 2.51 (1H, dd. J = 18.4. 5.2 Hz), 2.34 (3H, s), 2.36-2.10 

(3H,m), 1.68-1.38 (5H,m) t7'J-# 
IR (cm') 

Mass (EI)432(M+) — 



it4&0 8 

M& CC) M ^ 




NMR (ppm) (300 MHz, CDCB) 

7 01-6.93 (3H,m). 6.90-6.82 (lH,m). 6.72 (lH,d,J=8.1Hz), 6.58 (lH,dJ=8.1Hz), 

5.26 (1H.S), 4.38 UH,dJ=8.1Hz). 3.88 (lH,dJ=15.9Hz), 3.62 ttH.dJ-15.9HW. 

3.36 (3H,s). 3.14-3.00 (2H,m). 2.73 UH,d,J=5.4Hz), 2.53 ttHjdd>lM4WH0. 

2.40-2.28 (lH.m). 2.32(3H.s), 2.20-2.02 (2H,m), 1.74-1.56 (2H.m), 1.46-1.30 

(2H,m) i7V-# 
XR(cm') 

Mass (ESI)448((M+H)+) . . 

Ul« CC) 




NMR (ppm) (300 MHz, CDCB) 

6 74 (lH.d J=8.1Hz), 6.64-6.47 (4Hji0, 6.44-6.36 (lH.m), 4.73 (lH,dJ=7 6Hz). 

3.70-3.56 (lH,m), 3.48-3.38 (2H,m), 3.31-3.20 (lH.m), 3.20-3.11 (lH.mX 3.09 

(lH.dJ-18.6H0. 2.82 (3H,s), 2.75 (lH.dJ-3.0Hz). 2.56 (lH.dd J=18.3.5.4Ha). 

2.42-2.30 (lH,m). 2.33 (3H,s). 2.22-2.04 (3H.nO. 1.66-1.34 (4H.m) fe? ') -# 
m(cm-') 

Mass (ESD434((M+H)+) — 

it&®> 10 _H 
gfe-S 138-150 CC) Me > 

NMR (ppm) (300 MHz, CDCB) 

1.10-1.19 (1H. m), 1.51-1.62 (1H. m), 1.65-1.68 (2H, m), 1.83-1.96 (2H m). 
2.14-2.22 (2H. m), 2.31-2.34 (1H. m), 2.36 (3H. s), 2.38 (1H. dd. J-4£ 18.2 
Hz). 3.08-3.12 (2H. m). 3.29-3.34 (2H. m). 3.75-3.89 (2H. m), 4.49 (1H, d J-8.2 
Hz). 4.57 (1H. d. J=13.2 Hz). 4.65 (1H. d, J-13.2 Hz). 6.59 (1H. d. J=S.2 Hz). 6.67 
(1H ,d. J-8.2 Hz). 6.78-6.87 (2H. m). 7.10-7.14 (2H. m) Jg7 ■) -ff 

nt(cm') 

Mass (ESI)419((M+H)+) 
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1*1 1] 




U 

C28H28N205 • 1.0 HC1 • 1.0 H20 
ffrgtfl C:63.81. H:5.93. N:5.32, Cl:6.73 
*ilHft C:63.72. H:6.03, N:5.40. Q:6.49 
NMR(ppm) (300MHz,CDC13) 

7.8-7.9 (2H, m), 7.7-7.8 (2H, m), 6.76 (1H, d, J - 7.9 Hz), 6.63 (1H. d, J - 8.2 
Hz). 5.18 OH. d, J - 8.5 Hz), 4.0-4.1 (1H, m). 3.1 1 (1H. d, J - 5.6 Hz). 3.05 (1H. 
d. J - 18.8 Hz), 2.6-2.9 (3H, m). 2.3-2.4 (3H, m), 2.15 (1H. dt. J - 12.0, 3.5 Hz), 
1.4-1-7 (4H, m), 0.8-0.9 (1H, m), 0.5-0.6 (2H, m), 0.1-0.2 (2H, m), y -# 
HUcnf 1 ) (KBr) 

3320, 1769, 1708, 1626, 1504, 1466, 1428, 1379, 1323, 1271. 1240, 1190. 
1173. 1075 

Mass (ESI)472(M+) , — 

258-259 CO 

ms$u& C29H30N2O5 • 1-0 HC1 • 0.9 H20 
fl^ffi C:64.59, H:6.13, N:5.19, Cl:6.57 
C:64.88, H:6.21, N:5.28. Cl:6.25 
NMR (ppm) (300 MHz, CDC13) 

7.67 (1H, d, J - 7.7 Hz). 7.61 (1H. s). 7.46 (1H. d, J - 7.7 Hz), 6.76 (1H, d. J - 7.9 
Hz). 6.62 (1H, d. J « 7.9 Hz). 5.17 (1H, d. J « 8.2 Hz). 4.0-4.1 (1H, m). 3.10 (1H, 
d, J - 5.8 Hz), 3.04 (1H. d. J - 18.4 Hz). 2.60-2.85 (3H. m>. 2.49 <3H, s). 2.35-2.4 
C3H, m), 2.13 <1H, dt, J - 12.0, 3.5 Hz), 1.4-1.7 (4H, m). 0.8-0.9 (1H. m), 0.5-0.6 
(2H, m), 0.1-0.2 (2H f m), "J -ft 
IR (cm"') (KBi) 

3401. 1769. 1707, 1618, 1504. 1464, 1429, 1376, 1324, 1240, 1188. 1100. 
1074. 1032 

Mass (ET)486(M+) . : 

8l£ (*C) 





mm 

NMR (ppm) (300 MHz. CDC13) 

7 75-7.8 (2H, m). 7.6-7.7 (2H. m). 6.72 (1H. d, J - 8.2 Hz). 6.59 (1H, d. J = 8.2 
Hz). 5.7-5.8 (1H, m). 5.1-5.2 (3H, m). 4.0-4.05 (1H. m). 3.0-3.1 (3H, m). 
2.45-2.9 (5H, m), 2.0-2.3 (2H. m), 1.6-1.7 (1H, m). 1.4-1.5 (2H, m). &7 >) -flt 

IR (cm 1 ) 

Mass (ESr>459«M+HH) ■ 

SUSS 

tHM 
mm 

NMR (ppm) (300 MHz, CDC13) 

7.8-7.9 (2H, m), 7.7-7.8 (2H, m), 6.73 (1H, d, J = 8.2 Hz), 6.60 (1H. d, J « 8.2 
Hz). 5.06 (1H, d. J - 8.2 Hz), 4.0-4.1 (1H. m). 2.9-3.1 (3H. m), 2.2-2.7 (6H. m). 
1.4-1.65 (4H, m),&7 ') —* 

IR (cm 1 ) 

Mass (ESn419ftM+H)+) _ . 
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92/ 



1*1 2] 



Ifc-S-f*) 15 

MA (^) 



OH 





NMR (ppm) (300MHz.CDC13> 

7 75-7 8 (2H. m), 7.65-7.7 (1H, m), 6.76 (1H, d. J = 8.2 Hz). 6.62 (1H, d. J - 8.2 
Hz) 5 14 OH. d, J - 8.2 Hz), 4.0-4.1 (1H, m), 3.11 <1H, d. J = 5.6 Hz), 3.05 (1H. 
d, J= i8.8 Hz), 2.6-2.8 (3H, m), 2.3-2.4 (3H. m). 2.14 (1H. dt, J - 12.0. 3.5 Hz), 
1.4-1.7 <4H, m), 0.8-0.9 (1H, m), 0.5-0.6 <2H, m). 0.1-0.2 (2H, m), 17 y 

IR (cm ') 

Mass (ESr>S07((M+HH) 

it&® 16 

ma (C) 

Slang 

NMR (ppm) (300MHz,CDC13) 

7.75-7.85 (1H, m), 7.47 C1H. m), 7.3-7.4 (1H. m), 6.72 (III. d, J = 7 9 Hz), 6 58 
(III, d, J - 8.2 Hz), 5.10 (1H, d, J = 8.2 Hz), 3.95-4.05 (1H. m) 3J)7 (1H, d J = 
5.9 Hz , 3.02 OH. d, J ~ 18.8 Hz). 2.55-2.8 (3H, m), 2.35-^4 (3H Lm), ^2 10 W. 
dt. J - 12.0, 3.5 Hz), 1.4-1.7 (4H, m). 0.8-0.9 (1H, m), 0.5-0.6 (2R m). 0.1-0.2 
(2H, m). 17 U -4* 

IRCcm' 1 ) 

Mass (ESD491((M4-H)+) 

mix 
in 

NMR (ppm) (300MHz,CDC13) 

7 65-7.75 (2H, m). 7.35-7.4 (1H, m), 6.76 (1H, d, J = 7.9 Hz), 6.62 (1H d , J - Z.2 
Hz), 5.15 OH, d. J - 8.2 Hz), 4.0-4.1 (1H, m), 3.11 (1H d J ' -l 5.8 ; Hd. 3.05 (1H. 
d, J - 18.5 Hz), 2.60-2.85 <3H, m), 2.35-2.4 (3H, m). 2.13 (1H dt,J - 12.0. 3.5 
m % 1.4-1.7 (4H, m), 0.8-0.9 (1H, m), 0.5-0.6 (2H, m). 0.1-0.2 (2H, m). *&7 'J " 

RCcm' 1 ) 

Mass (BSI)491((M»H)+) ■ 



OH 





18 OH 

CO 

vmm 

NMR(ppm1 (300MHZ.CDCI3) 

7 67 (1H, d. J = 7.3 Hz). 7.56 (1H. t, J = 7.3 Hz), 7.45 <1H, d, J = 7 3 Hz), 6 75 
(1H d J - 8.2 Hz). 6.62 (1H. d, J = 7.9 Hz). 5.18 (1H. d. J = 8.2 Hz). 4.0-4 1 (1H. 
SSriil (1H. d, J - 5.6 Hz), 3.05 (1H, d, J = 18.5 Hz). 2 60-2.85 , «L nfc 2.69 
(3H, S), 2.35-2.4 (3H. m). 2.14 (1H, dt. J - 12.0. 3.5 Hz). 1.4-1.7 (4H. m). 
0.8-0.9 (1H. m), 0.5-0.6 <2H, m), 0.1-O.2 (2H. m), S7 'J -ifc 

m (cm 1 ) 

Mass (ESI)487((M->-H)+) . 
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[1*1 3] 

_____ — — 

H_.& 278-282 ("C) 

iSJ&jS; C32H30N2O5 • 1.0 HC1 • 0.6 H20 
tmfe C:67.45, H:5.70, N:4.92. Cl:6.22 
mWWt C:67.25, H:5.92, N:5.05. Cl:6.42 
NMR (ppm) (300 MHz, CDC13) 

8.17 (2H, s). 7.95-8.00 (2H, m), 7.68-7.72 (2H, m), 6.78 (1H, d, J - 8.0 Hz), 6.63 
(1H, d, J - 8.3 Hz), 5.28 (1H, d, J - 8.2 Hz), 4.1-4.2 <1H, m), 3.12 (1H, d, J - 5.8 
Hz), 3.06 (1H, d, J = 18.4 Hz), 2.60-2.85 (3H, m), 2.35-2.4 (3H, m), 2.15 (1H, 
dt. J = 12.0, 3.5 Hz), 1.4-1.7 (4H, m), 0.8-0.9 <1H, m), 0.5-0.6 (2H, m), 0.1-0.2 
(2H. m), U 
IR (cm 1 ) (KBr) 

3320. 1762, 1699, 1638, 1504, 1448, 1426, 1371, 1240, 1151, 1113, 1056, 
1031, 1011 

Mass (EI)522(M+) 

ifr&Si 20 
®Jk (X) 

7D^I _9*^f '{-I 

C24H28N205 • 0.5 C4H606 

tfM-m C:59.10, H:6.52. N:5.30 

SEflHt C:59.03. H:6.54. N:5.29 
NMR (ppm) (300 MHz, CDC 13) 

6.72 <1H, d, J = 8.2 Hz), 6.59 (1H, d, J = 8.2 Hz), 5.16 (1H, d, J = 8.2 Hz), 3.9-4.0 
(1H, m), 3.07 (1H, d, J = 5.8 Hz), 3.02 (1H, d, J = 18.7 Hz), 2.55-2.85 (6H, m), 
2.25-2.40 (4H, m), 2.11 (1H, dt, J = 12.0, 3.5 Hz), 1.6-1.7 (1H, m), 1.3-1.5 (3H, 
m), 0.8-0.9 (1H, m), 0.5-0.6 (2H, m), 0.1-0.2 (2H, m), J_i7 'J -ft 
IR (cm 1 ) (KBr) 

3322. 1772, 1697. 1603. 1502, 1459. 1385, 1328, 1198, 1175, 1128, 1066, 
1036, 1005 

Mass (EI)424(M+) 



1.6 H20 




21 

7C Steffi 




NMR (ppm) (300 MHz, CDC13) 

7.40-7.45 (6H, m), 6.75 (1H, d, J = 8.0 Hz), 6.60 (1H, d. J = 8.2 Hz), 5.26 (1H, d, 
J - 8.2 Hz), 4.0-4.1 (1H, m), 3.57 (2H, s), 3.08 (1H, d, J = 5.5 Hz), 3.03 (1H, d, J - 
18.7 Hz), 2.55-2.80 (3H, m). 2.2-2.4 (3H, m), 2.10 (1H, dt, J = 12.0. 3.5 Hz), 
1.6-1.7 (1H. m), 1.3-1.5 (3H, m). 0.8-0.9 (1H, m), 0.5-0.6 (2H, m). 0.1-0.2 (2H. 
m).m-7»J— » 
IR (cm 1 ) (KBr) 

3319, 1762, 1700. 1654, 1503. 1450. 1378. 1308. 1265, 1218. 1194. 1174. 
1134. 1068 

Mass (ED512(M+) 



[0 18 31 



ttiffl:# 2003-3093666 



2 002-295616 



94/ 



[*1 4] 




22 

BL& CO 

NMR(ppm) (500MHZ.CDC13) 

6.80-6.85 QH, m), 6.74 <1H, d, J = 8.1 Hz), 6.60 (1H, d, J = 8.1 Hz), 5.18 (1H, d, 
j - 8.2 Hz), 3.98-4.03 (1H, m). 3.24 (2H, s), 3.08 (1H, d, J = 5.5 Hz), 3.03 (1H, d. 
J = 18.3 Hz), 2.55-2.80 (3H, m), 2.25-2.40 (3H. m), 2.12 (1H, dt, J = 12.0, 3.5 
Hz), 1.87 (3H. d, J - 7.0 Hz), 1.6-1.7 (1H, m). 1.3-1.5 (3H, m), 0.8-0.9 (1H, m), 
0.5-0.6 (2H, m), 0.1-0.2 (2H, m), ^7 »J 
IR (cffl*^) flECBr) 

3315, 1762, 1702, 1676, 1609, 1503, 1378, 1309, 1265. 1206, 1152. 1128. 
, 1067, 1033 

Mass (ED4S0(M+) 



VC&m ?3 

cc) 
mm. 




NMR(ppm) (300MHz,CDCI3) 

6 71 (1H d. J - 8.2 Hz). 6.60-6.65 (1H, m), 6.58 (1H, d. J - 8.2 Hz), 5.16 (1H d, 
J - 8.2 Hz). 3.95-4.05 (1H. m), 3.23 (2H, d. J - 1.9 Hz). 3.07 (1H, d J f - 5 .8 Hz), 
3.02 (1H, d, J = 18.7 Hz), 2.55-2.80 (3H, m), 2.25-2.40 (3H, m). 2.05-2.20 (2H 
m), 1.6-1.8 (6H, m), 1.1-1.5 <8H, m), 0.8-0.9 (1H, m), 0.5-0.6 (2H, m), 0.1-0.2 
(2H, m). m.7 V 

m 33 m i9 ) , 2927, 1763, 1701, 1671, 1617, 1507, 1377. 1309, 1266, 1197, 1132, 
1067. 1032 

Mass (E1)518(M+) . 

CC) 



OH 




mm®. 



NMR (ppm) (300 MHz, CDC13) 

6.77-6.85 (1H, m), 6.73 (1H. d. J - 8.0 Hz), 6.59 (1H, d, J = 8.2 Hz) 5 16 i (1H, d 
J = 8.2 Hz), 3.95-4.05 (1H, m). 3.22 (2H. s), 3.08 (1H, d, J = 5.8 Hz), 3 03 (1H. d, 
J = 18.7 Hz), 2.55-2.80 (3H, m), 2.25-2.40 (3H, m), 2.05-2.20 (3H, m), 1.3-1/7 
(6H. m), 0.96 (3H. t, J = 7.4 Hz), 0.8-0.9 (1H, m), 0.5-0.6 (2H, m), 0.1-0.2 (2H, 
m),4a7')-# 

IRCcm') 

Mass (ET)478(M+) . . ■ 



[0 18 4] 



ffiSE# 2003-3093666 



■m 2002-295616 A : 95/ 



5] 



ifc-£Hfe 25 




NMR (ppm) (300 MHz, CDC 13) 

7.35-7.65 (4H. m), 6.68 (0.5H. d, J = 8.2 Hz), 6.63 (0.5H, d, J - 8.2 Hz), 6.56 
(0.5H, d, J - 8.2 Hz). 6.51 (0.5H, d, J - 8.2 Hz). 6.07 (1.5H. s), 5.81 (1.5H, s). 
5.39 (0.5H, d. J = 8.2 Hz). 5.22 (0.5H. d, J - 8.0 Hz). 4.70 (1H. dd. J = 6.0, 3.3 
Hz). 4.0-4.1 (0.5H. m), 3.6-3.7 (0.5H. m). 2.95-3.05 (2H, m), 2.4-2.7 (3H. m). 
2.2-2.4 (2H, m). 2.0-2.1 (2H, m), 1.6-1.7 (1H. m). 1.2-1.6 (3H, m). 0.8-0.9 (1H. 
m). 0.5-0.6 (2H, m), 0.1-0.2 (2H. m). &7 'J -ft 

IR (cm 1 ) 

Mass (BI)474(M+) . — 



WuH CO 



OH 




C0 2 Me 



num. 

NMR (ppm) (300 MHz, CDC 13) 

7.84 (1H. d. J - 6.8 Hz). 7.53 (1H. d, J - 7.4 Hz), 7.46 (1H. t. J = 6.8 Hz), 7.36 
(1H, d, J = 7.4 Hz), 6.75 (1H, d, J - 8.2 Hz), 6.60 (1H, d, J = 8.0 Hz), 5.43 (1H, d, J 
- 8.0 Hz). 4.70 (1H. dd. J = 6.0. 3.3 Hz). 3.57 (3H. s), 3.2-3.3 (1H. m). 3.05-3.15 
(2H. m). 3.03 (1H, d, J = 18.8 Hz). 2.8-2.9 (2H, m), 2.63 (2H, dt. J - 18.6. 5.5 
Hz). 2.3-2.4 (3H, m), 2.11 (1H, dt. J = 12.0, 3.5 Hz), 1.6-1.7 (1H. m). 1.4-1.5 
(3H. m). 0.8-0.9 (1H, m), 0.5-0.6 (2H, m), 0.1-0.2 (2H. m), &7 x ) -fls 

IRCon 1 ) 

Mass (EI)530(M+) . 

it&W 27 
lkj& (*C) 

NMR (ppm) (300MHz,CDC13) 

7.83 (1H. d. J = 6.6 Hz). 7.4-7.5 (2H. m). 7.35 (1H. d, J = 7.4 Hz). 6.78 (1H, d, J = 
8 2 Hz), 6.60 (1H. d. J = 8.0 Hz). 5.12 (1H. d, J = 8.0 Hz), 5.05 (1H. dd, J = 7.3, 
5.5 Hz). 3.61 (3H, s). 3.4-3.5 (1H, m), 3.09 (1H, d. J = 5.5 Hz). 3.04 (1H, d. J = 
18.7 Hz). 2.8-2.9 (2H, m), 2.5-2.7 (3H, m). 2.2-2.4 (3H, m), 2.11 (1H, dt. J = 
12.0, 3.5 Hz), 1.6-1.7 (1H. m), 1.4-1.5 (3H, m). 0.8-0.9 (1H. m). 0.5-0.6 (2H. 
m). 0.1-0.2 (2H, m), t7 *) -fr 

IR (cm 1 ) 

Mass (ED530(M+) _ 




C0 2 Me 



[0 18 5] 



ffi8E# 2003-3093666 



!&m. 2002-295616 



^-~>* : 96/ 



[*1 6] 
> 

maL co 




NMR (ppm) (300 MHz, CDC13) UH 

7.85 (d, /= 8.2 Hz, 1H), 7.58-7.45 (m. 3H), 6.79 (d, J= 8.2 Hz, 1H), 6.62 (d, /= 
8.2 Hz. 1H), 4.68 (d, J= 8.2 Hz, 1H), 4.52 (d, J= 16.8 Hz, 1H). 4.44 (d, /= 16.8 
Hz, 1H), 4.27 (ddd, 7= 12.6, 8.2, 4.4 Hz, 1H). 3.11 (d, J= 5.5 Hz, 1H), 3.06 (d, J= 
18.4 Hz, 1H), 2.70-2.59 (m, 2H), 2.39 (d, J= 6.6 Hz, 2H), 2.31-2.12 (m, 3H), 
1.72-1.49 (m, 4H), 0.93-0.79 (m, 1H). 0.58-0.50 (m, 2H), 0.17-0.11 (m, 2H) tt 

IR (cm 1 ) (KBr) 

3075. 3004, 2925, 2818, 1658, 1622, 1498, 1455, 1377, 1330, 1307, 1279, 
1228, 1188, 1153, 1117, 1069, 1051, 1034, 981, 943, 919, 884, 859, 740 
Mass (EI)4S8(M+) 



it-£%0 29 
HA CO 

mm 



OH 



NMR (ppm) (300 MHz, CDC13) 

6.69 (1H. d. J - 8.2 Hz), 6.52 (1H, d, J = 8.2 Hz), 4.52 (1H, d, J = 8.0 Hz), 
3.15-3.60 (6H, m), 3.09 (1H, d, J - 18.4 Hz), 2.6-2.7 (2H, m), 2.51 (1H, dd, J = 
18.2, 5.9 Hz), 2.3-2.4 (2H. m). 2.34 (3H, s), 2.1-2.2 (2H, m), 1.7-2.0 (5H, m), 
1.4-1.55 (3H, m). 1.1-1.3 (1H, m), 1.07 (3H, t, J = 7.0 Hz), 1.01 (3H, t, J - 7.0 
Hz), *7'J-# 

IR (cm" 1 ) 

Mass (ESI)456((M+H)+) . 



it&& 30 



"TCDCC 



NMR (ppm) (300 MHz. CDC13) 

6.70 (1H, d, J = 8.2 Hz), 6.53 (1H, d, J = 7.9 Hz), 4.66 (1H, d, J - 7.9 Hz). 4.12 
(1H. t, J - 8.2 Hz), 3.7-3.8 (1H, m), 3.4-3.7 (2H, m), 3.10 (1H, d, J - 18.4 Hz), 
3.0-3.1 (2H, m), 2.6-2.8 (3H, m), 2.53 (1H, dd. J - 18.4, 5.5 Hz). 2.4 (1H, m), 
2.36 (3H, s), 2.1-2.2 (2H, m), 1.7-2.0 (5H, m). 1.45-1.65 (3H. m), 1.3-1.4 (1H, 
m), 1.10 (3H, t, J - 7.0 Hz), 0.98 (3H, t, J - 7.0 Hz), &7 V 

IR (cm 1 ) 

Mass (BSI)4S6((M+H)+) 



[0 18 6] 



ailiE# 2003-3093666 



^#M2 0 0 2 - 2 9 5 6 1 6 ^ ^-v : 97/ 

»1 7] 



31 n 




NMR (ppm) (300MHz,CDCB) 

6.74 (1H. d. J - 7.9 Hz), 6.53 (1H, d, J - 8.2 Hz), 4.58 (1H, dd, J - 13.0. 1.6 Hz). 
3.7-3.8 (1H, m) f 3.2-3.6 (5H, m). 3.0-3.1 (1H. m), 2.94 (1H, d f J - 18.5 Hz), 
2.7-2,8 C2H. m), 2.4-2.5 (1H, m), 2.38 (3H, s), 2.1-2.3 (4H, m), 1.7-1.9 (4H, 
m), 1.5-1.7 (2H, m), 1.2-1.3 (1H, m), 1.20 (3H. t, J « 7.0 Hz), 1.09 (3H, t. J - 7.0 
Hz). 0.8-1.0 (2H, m). ift? »J -flc 
EKcm' 1 ) 

Mass (ESI)440((M+H)+) 

it&® 32 ■ • — y 

»A- CO) 0 *v NB * 

5b*##nk r/ I 1 X 

naoi» LJL 

NMR (ppm) (300 MHz, CDC13) 

6.69 (1H. d, J - 7.9 Hz), 6.53 (1H, d. J « 8.2 Hz), 4.45 (1H, d, J = 8.2 Hz), 
3.55-3.65 (1H, m). 3.2-3.5 <5H, m). 3.05-3.10 (1H, m), 2.97 (1H, d. J - 18.5 Hz), 
2.5-2.6 (2H P m), 2.1-2.5 (5H, m), 2.41 (3H. s), 1.9-2.1 <2H, m), 1.7-1.9 (2H, 
m), 1.5-1.7 (2H, m), 1.2-1.3 <2H, m), 1.09 (3H, t, J « 7.0 Hz), 1.02 (3H, t, J « 7.0 
Hz), 0.8-0.9 (1H, m), tt7 U ~# 

BKcm' 1 ) 

Mass (ESI)440((M+H)+) 

33 

NMR (ppm) (300 MHz, CDC13) 

6.70 (1H, d, J = 7.9 Hz). 6.56 (1H, d, J - 7.9 1 Iz), 4.70 (0.5H, d, J - 7.9 Hz). 4.63 
(0.5H, d, J - 7.9 Hz), 3.2-3.4 (4H, m), 3.09 (1H, d, J - 18.5 Hz), 2.8-3.0 (3H, m), 
2.60-2.75 (2H, m), 2.3-2.5 (4H, m), 2.35 (3H. s), 2.1-2.2 (2H, m), 1.7-2.0 (3H, 
m), 1.2-1.7 (6H, m), 1.18 (1.5H, t, J - 7.0 Hz), 1.17 (1.5H, t. J = 7.0 Hz), 1.10 
(1.5H, t, J - 7.0 Hz), 1.08 (1.5H, t, J - 7.0 Hz), ^7'J-# 

JR (cm 1 ) 

Mass (ESI)454((M+H)+) 

tt>&&) 34 " OH 

ha oc) 





>6 



NMR (ppm) (300 MHz, CDC13) 

6.73 (d. J = 8.0 Hz, 1H), 6.54 (d, J - 8.0 Hz, 1H)> 4.82 (d, J - 3.8 Hz. 1H), 4.67 (dt, 
J =» 13.5, 3.8 Hz, 1H), 3.68 (td. J - 9.3, 5.8 Hz, 1H), 3.35 (td, J - 9.3, 5.5 Hz, 1H), 
3.10 (d, J - 6.9 Hz, 1H), 3.03 (d, J - 18.4 Hz, 1H), 2.66-1.70 (m, 11H), 1.57-1.24 
Cm, 4H), 0.90-0.75 (m. 1H). 0.56-0.50 (m, 2H). 0.16-0.09 (m, 2H) ^7 'J 

IR (cm 1 ) (KBr) 

2959, 2823, 1655, 1499, 1463, 1310, 1160, 1116, 1070, 1040, 978, 951, 859, 
802. 759 
Mass (EI)41Q(M+) 



mSE# 2003-3093666 



mM 2002-295616 A '• W 



[0 18 7] 

mi s] 



H 





it&m 35 

NMR (ppm) (300 MHz. CDC13) 

7.33-7.18 Cm. 5H), 6.72 (d, J- 8.0 Hz, 1H). 6.53 (d, /= 8.0 Hz. 1H). 4.79 (d. /= 
4.1 Hz. 1H), 4.67 (dt, /= 13.2, 4.1 Hz, 1H>, 3.50-3.38 Cm, 1H), 3.28 (q, 9.2 
Hz, 1H), 3.21-3.10 Cm, 2H), 3.03 (d, J- 18.7 Hz, 1H). 2.75-2.55 Cm, 4H). 
2.42-2.18 Cm, 4H), 2.05-1.93 Cm, 1H), 1.87-1.68 (m, 2H), 1.58-1.22 Cm. 4H), 
0.93-0.77 Cm, 1H), 0.58-0.50 Cm, 2H), 0.15-0.09 Cm, 2H) S7 »; -ft: 
IR(cm') (KBr) 

2936. 2858, 1648, 1619. 1498. 1459, 1438, 1321, 1276, 1173, 1119. 1071, 
1031, 918. 801, 748, 702 
Mass (EI)500(M+) 

it&m 36 ~ QH 



mm 

NMR (ppm) (300 MHz, CDC13) 

6.73 Cd. /■= 8.2 Hz, 1H), 6.53 Cd, J= 8.2 Hz, 1H), 4.85 (d, /= 3.8 Hz. 1H), 4.65 Cdt. 

13.2, 3.8 Hz, 1H). 3.56 Cq, /- 8.0 Hz, 1H). 3.30 Ctd, 7= 5.9. 3.3 Hz. 1H), 3.10 
Cd, /=> 6.6 Hz, 1H), 3.03 Cd, J= 18.4 Hz. 1H), 2.65-2.50 Cm, 2H). 2.49-2.10 Cm. 
5H). 1.95-1.70 Cm, 3H), 1.65-1.25 Cm. 6H), 0.95 Ct, /= 7.1 Hz, 3H), 0.91-0.81 
Cm, 1H). 0.56-0.49 Cm, 2H), 0.14-0.09 Cm, 2H) &7 'J -flc 
IRCcm') 

Mass (EI)438(M+) 

tt-a^ 37 ~ 

C28H38N2O4-1.00C4H6O6-1.35H2O 
ffrgfii C, 60.00 ; H. 7.05 ; N, 4.35. 

mmm c. 59.96 ; h, 7.34 ; n, 4.37 

NMR (ppm) (300 MHz, CDC13) 

6.73 Cd, J- 8.2 Hz, 1H). 6.53 Cd, J- 8.2 Hz, 1H), 4.84 (d. 7= 4.1 Hz. 1H), 4.63 Cdt, 
J= 12.9, 4.1 Hz. 1H), 3.55 Cdt. J= 9.1, 7.7 Hz, 1H). 3.30 (td, J= 9.0, 3.0 Hz, 1H), 
3.09 Cd, J= 6.9 Hz. 1H), 3.03 (d, J= 18.4 Hz, 1H). 2.67-2.13 Cm, 8H), 1.94-1.74 
Cm, 2H), 1.65-1.24 Cm, 10H), 0.96-0.78 Cm, 4H), 0.57-0.49 Cm, 2H), 0.15-0.08 
Cm, 2H) t7"J-{}: 
IR (cm"') (KBr) 

2928, 1656, 1499, 1459, 1377, 1324, 1262. 1164, 1118. 1070. 942. 859. 796, 
752 

Mass (EI)466(M+) 



[0 18 8] 




miiE#2 003-3093666 



#12 0 0 2 - 2 9 5 6 1 6 ^ ^-v? : 99/ 

[*1 9] 

lfc¥U 38 " " 

C28H38N2O4-1.15C4H6O6-2.80H2O ^^K^^A^Bu 

tttJt* C. 57.01 ; H, 7.01 ; N, 4.15. K^fK^ 0 

C, 56.78 ; H, 7.38 ; N, 4.06. T I 

NMR (ppm) (300 MHz, CDCD) ^"X>H 

6.72 (d. 7= 8.2 Hz, 1H). 6.54 (d, /= 8.2 Hz. 1H), 4.78 (d, /= 4.1 Hz, 1H), 4.66 
(dt, /= 13.5, 4.1 Hz, 1H), 3.58 <td, J- 9.1. 3.0 Hz, 1H), 3.23 (dt, /= 9.3, 8.0 Hz, 
1H), 3.11 (d, /= 6.6 Hz, 1H), 3.04 (d, J= 18.7 Hz, 1H), 2.68-2.54 (m, 2H), 
2.42-2.06 (m. 5H), 1.98-1.24 (m, 13H), 0.96-0.78 (m, 4H), 0.57-0.49 (m. 2H), 
0.15-0.08 (m, 2H) i&7 'J -ft 
IR (cm 1 ) (KBr) 

2929, 1656, 1501, 1459. 1377, 1324, 1262. 1164, 1119, 1071. 942, 859. 795, 
Mass (EI)466(M+) 

lb£* 32 ~ 

Ifejft (*C) OH 

SJcjS C32H38N2O4-1.10C4H6O6-1.55H2O ^K^vnA^v.^ 

ft!H& C. 61.58 ; H, 6.39 : N. 3.96 S**V° ' V>L 
Mlfc C. 61.78 ; H, 6.79 ; N, 3.96 kAo H 
NMR(H>m) (300 MHz, CDC13) 

7.08 (s, 4H), 6.70 (d. J = 8.2 Hz, 1H), 6.52 (d, J = 8.2 Hz. 1H), 4.84 (d, J = 4.1 Hz. 
1H), 4.64 (dt. J - 13.2. 4.1 Hz. 1H), 3.44 (dt. J - 9.1. 8.2 Hz. 1H), 3.16 (dd, J = 
13.5, 3.8 Hz, 1H), 3.12-2.98 (m, 3H), 2.77 (qd, J = 8.6, 3.8 Hz, 1H), 2.68-2.53 
(m, 3H), 2.41-2.16 (m. 4H). 2.30 (s, 3H). 2.10-1.96 Cm, 1H), 1.86-1.18 (m, 6H), 
0.90-0.78 (m, 1H), 0.57-0.50 (m, 2H), 0.16-0.10 (m, 2H) i&7 >) -ft 
JR (cm"') (KBr) 

2925. 1657, 1500, 1459, 1439, 1313. 1263. 1162. 1116, 1069. 939, 858, 795, 
Mass (EI)514(M+) 



(C) OH 




C32H38N2O4-2.30C4H6O6-0.30H2O ^k^> 

tttMt C, 57.23 ; H, 6.33 ; N. 3.45 'Vr*' ^ 
C. 57.19 ; H, 6.10 ; N. 3.24 kAoH 
NMR (ppm) (300 MHz, CDCD) 

7.14 (d, J = 8.2 Hz. 2H), 7.10 (d. J = 8.2 Hz, 2H), 6.71 (d. J - 8.2 Hz, 1H), 6.53 (d, 
J = 8.2 Hz, 1H), 4.80 (d, J = 3.8 Hz, 1H), 4.66 (dt. J - 13.2, 3.8 Hz, 1H), 3.44 (td, J 
- 8.5, 3.5 Hz, 1H). 3.28-2.99 (m, 4H), 2.74-2.54 (m. 4H), 2.43-2.16 (m, 4H), 
2.32 (s. 3H). 2.05-1.20 (m, 7H), 0.90-0.79 (m, 1H). 0.58-0.50 (m, 2H), 
0.16-0.10 (m. 2H) t7'J-ft 
IR (cm -1 ) (KBr) 

797 ? 754 56 ' 15 ° 2, 1459 ' 1439 ' 1376 ' 1323 * 1271, 1163, U18 ' 1070 ' 941 ' 858 ' 
Mass (ED314(M+) • 

[0 18 9] 



ffifE# 2003-3093666 




#M 2002-295616 ^ v I 100/ 

Wl2 0] 

__— _ ____ 

ha rc) 

C31H35FN2O4-1.10C4H6O6-2.20H2O 
ff&II C, 58.68 ; H, 6.05 ; N, 4.00 ; F, 2.62 
HSfllS C, 58.73 ; H, 6.41 ; N, 3.87 ; F, 2.63 
NMR (ppm) (300 MHz, CDC13) 

7.15 (dd, J = 8.8,5.4 Hz. 2H), 6.95 (t, J - 8.8 Hz, 2H). 6.70 (d, J - 8.2 Hz, 1H), 

6.53 (d, J - 8.2 Hz, 1H), 4.84 (d, J = 4.1 Hz, 1H). 4.64 (dt, J = 12.9, 4.1 Hz, 1H), 

3.45 (dt, J - 9.3, 8.0 Hz, 1H>, 3.18-2.98 (m, 4H), 2.80-2.53 (m, 4H), 2.42-2.16 
(m, 4H), 2.10-1.96 (m, 1H), 1.86-1.14 (m, 6H), 0.89-0.78 (m, 1H), 0.58-0.49 
(m,2H). 0.15-0.08 (m,2H) tt7 'J -# 

IR (cm 1 ) (KBr) 

2929. 1657. 1509, 1459. 1439. 1313, 1271, 1221, 1159. 1117, 1069, 940, 859, 
796, 757 

Mass (EI)SI8(M+) 

it&fo 42 

C31H35FN2O4-2.50C4H6O6-2.20H2O ^Kd- 
ttlMI C. 52.81 ; H, 5.52 ; N. 3.09 ; F, 1.99 
H«0te C, 52.75 ; H. 5.87 ; N, 3.00 ; F. 2.04 
NMR (ppm) (300 MHz, CDC13) 

7.20 (dd, J - 8.5, 5.2 Hz, 2H), 6.98 (t, J = 8.5 Hz, 2H), 6.71 (d, J = 8.2 Hz, 1H). 

6.54 (d. J = 8.2 Hz, 1H), 4.77 (d. J = 4.1 Hz, 1H). 4.67 (dt, J = 13.5, 4.1 Hz, 1H). 

3.46 (td, J - 9.3, 3.6 Hz, 1H), 3.29-2.99 (m, 4H), 2.74-2.55 da, 4H), 2.42-2.22 
(m, 4H), 2.05-1.22 (m, 7H), 0.91-0.80 (m, 1H), 0.58-0.49 (m, 2H), 0.16-0.09 
(m,2H) » 

IR (cm 1 ) (KBr) 

2932, 1657, 1509, 1459, 1439, 1323. 1272. 1222, 1158, 1119, 1071, 941, 859, 
795, 757 

Mass (EI)518(M+) 

itit%) 43 

MA fC) oh 

C32H35F3N205 • 1 .00C4H6O6 • 2.80H2O 
ft"#ffi C. 55.22 ; H, 5.76 ; N. 3.65 ; F, 7.07 
HiUffi C, 55.07 ; H, 5.98 ; N, 3.57 ; F, 7.26 
NMR (ppm) (300 MHz, CDC13) 

7.22 (d, J = 8.8 Hz, 2H), 7.11 (d, J = 8.8 Hz, 2H>. 6.72 (d. J = 8.2 Hz, 1H), 6.53 (d, 
J = 8.2 Hz, 1H), 4.83 (d, J = 4.1 Hz, 1H). 4.63 (dt, J = 12.4, 4.1 Hz, 1H), 3.46 (dt, J 
- 9.9. 7.7 Hz, 1H). 3.21-2.98 (m, 4H), 2.82-2.54 (m, 4H), 2.42-2.16 (rn, 4H), 
2.10-1.96 (m, 1H), 1.87-1.18 Cm, 6H), 0.90-0.78 (m, 1H), 0.58-0.49 (m. 2H), 
0.16-0.09 (m, 2H> S7'J-# 
IR (cm"') (KBr) 

2933, 1656, 1613, 1508, 1460, 1439, 1381, 1261, 1224, 1159, 1117, 1070, 939, 
859, 795, 764 

Mass (EI)584(M+) 

[0 19 0] 




OH 
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^12 0 0 2 - 2 9 5 6 1 6 ^ ^-i? : 101/ 

»2 1] 

lEi^ 44 : 

MjS CO oh 

*&l£5$ C32H35F3N2O5-1.20C4H6O6-3.30H2O ^k^^A^^. 

ttlMt C, 53.97 ; H, 5.64 ; N, 3.36 ; F, 6.60 W W IJL ^ c 

%«Ht C. 53.63 ; H, 5.97 ; N, 3.40 ; P, 6.92 kA)H 3 
NMR (ppm) (300 MHz, CDC13) 

7.26 (d. J = 8.5 Hz. 2H). 7.14 (d. J = 8.5 Hz, 2H). 6.72 (d. J = 8.2 Hz. 1H), 6.54 (d, 
J - 8.2 Hz, 1H), 4.76 (d, J - 4.1 Hz, 1H), 4.68 (dt, J - 13.2, 4.1 Hz, 1H), 3.50 (td, J 
= 9.6, 3.3 Hz, 1H), 3.34-2.98 (m, 4H), 2.76-2.54 (m, 4H), 2.42-2.18 (m, 4H), 
2.08-1.94 (m, 1H), 1.88-1.60 (m,.2H), 1.58-1.20 (m. 4H). 0.92-0.78 (m. 1H), 
0.58-0.50 (m. 2H), 0.16-0.10 (m, 2H) i&7'J-# 
DR (cm ') (KBr) 

79i 2 763 56 ' 1508 ' 146 °' 1440 ' 1377 ' 1261 ' 1223 ' 1162 ' 1117 ' 1070 ' 940 ' 860 « 
Mass (EI)584(M+) 



it&®l 45 

*J* CC) ... OH 




C31H34N2O4-1.00C4H6O6-2.60H2O >~-4^>r'^V* s *N^ 
fMMt C. 60.32 ; H. 6.41 ; N. 3.89 Ks ^^ P V— ' 1 J 

gfltt C 60.44 ; H. 6.55 ; N. 4.03 L H 



NMR (ppm) (300 MHz, CDCI3) 

7.50-7.26 (m, 6H), 6.74 (d, J = 8.2 Hz, 1H), 6.55 (d, J = 8.2 Hz, 1H), 4.94 (d, J 
4.1 Hz, 1H), 4.83 (dt, J = 13.2, 4.1 Hz, 1H), 3.82-3.72 (m, 1H), 3.51-3.40 (m, 
1H), 3.13 (d, J = 6.9 Hz. 1H), 3.05 (d, J = 19.0 Hz, 1H), 3.03-2.85 (m, 2H) 
2.70-2.55 (m, 2H), 2.42-2.17 (m, 4H), 1.91-1.77 (m, 1H), 1.60-1.35 (m, 4H), 
0.93-0.76 (m. 1H), 0.58-0.47 (m, 2H), 0.19-0.08 (m, 2H) 17 V -# 
IR (cm 1 ) (KBr) 

fss asssfwfghfs i444 - 137 °' i309 « i284 > ii57 - ii17 - io68 ' 

Mass (EI)498(M+) 




nam 
mmm 

NMR (ppm) (300MHz,CDCI3) 

6.75 (d. J = 8.2 Hz, 1H), 6.58 (d, J = 8.2 Hz, 1H), 4.55 (d, J = 8.2 Hz, 1H), 4 00 
(ddd, J = 13.1, 8.2, 4.7 Hz, 1H), 3.59-3.40 (m, 2H), 3.07 (d, J = 5.8 Hz. 1H), 3 03 
(d, J = 18.4 Hz, 1H), 2.66-2.02 (m. 11H), 1.65-1.36 (m, 4H), 0.90-0.78 (m, 1H) 
0.57-0.49 (m. 2H), 0.16-0.08 (m, 2H) &7 >J -fc 
IR (cm 1 ) (KBr) 

!!§f: 8& iSH: SSftl??#& M »- 1375 - 1329 - 1291 - 1239 ' 1189 - 

Mass (EI)410(M») 



[0 19 1] 
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#SI 2002-295616 



102/ 



W.2 2] 



47 




NMR (ppm) 

7.29-7.16 (m. 5H), 6.76 (d, J = 8.2 Hz, 1H), 6.58 (d, J = 8.2 Hz, 1H>, 4.51 (d, J = 
8.2 Hz, 1H), 3.98 (ddd, J - 12.9, 8.2, 4.4 Hz, 1H), 3.38-3.30 Cm, 1H), 3.17-2.99 
(m, 4H), 2.87-2.55 Cm, 4H), 2.36 Cd, J = 6.6 Hz, 2H), 2.25-1.91 (m, 4H), 
1.82-1.41 Cm, 4H), 1.30-1.24 Cm, 1H). 0.85-0.80 Cm, 1H), 0.53-0.49 Cm, 2H), 
0.14-0.06 Cm, 2H> t7'J-ft 
IR (cm 1 ) (KBr) 

i?! 8 ^^ 49 , 8 ^ 1 ^ 6 ,- 1376 ' 1325 ' 1292 « 1236 ' 1185 » 1153 ' 1127 ' 1037 ' 987 > 
yio, ooo, o02, 746, 700 

Mass (EI)500(M+) 



it&fr 48 
CC) 



OH 




NMR (ppm) (300 MHz, CDC 13) 

7.33-7.17 Cm, 5H), 6.77 Cd, J = 8.0 Hz, 1H), 6.59 Cd, J - 8.0 Hz, 1H). 4.50 Cd, J = 
8.2 Hz, 1H), 3.98 Cddd, J = 12.9, 8.2. 4.7 Hz, 1H>, 3.36-3.25 Cm, 3H), 3.07-3.00 
Cm, 2H>, 2.80-2.55 Cm, 4H), 2.37 Cd, J - 6.6 Hz, 2H), 2.26-1.38 (m. 9H), 
0.90-0.75 Cm. 1H), 0.57-0.48 Cm, 2H). 0.15-0.09 Cm, 2H) &y U 
IR (cm 1 ) (KBr) 

2926, 1655, 1498. 1458, 1377, 1330, 1240, 1187, 1155, 1128. 1037, 986, 921, 
859, 750, 702 
Mass (H)500(M+) 



it&%9 49 
K& C*C) 



OH 




SUMS 
mitt 

NMR (ppm) (300 MHz, CDC13) 

6.75 (d, J = 8.2 Hz, 1H). 6.57 Cd, J = 8.2 Hz. 1H), 4.56 Cd, J = 8.2 Hz, 1H), 3.97 
Cddd, J = 13.2, 8.2, 4.7 Hz. 1H), 3.48-3.24 Cm, 2H), 3.07 Cd, J = 6.9 Hz, 1H), 3.03 
Cd. J = 18.7 Hz. 1H), 2.68-2.41 Cm, 3H), 2.37 Cd. J - 6.6 Hz, 2H). 2.35-2.03 Cm, 
4H), 1.86-1.23 Cm, 11H), 0.94-0.78 Cm, 4H), 0.56-0.46 Cm, 2H), 0.16-0.08 Cm, 
2H) &7'J-# 
IRCcm') (KBr) 

2927, 2855, 1656. 1499, 1458, 1377. 1330, 1237, 1187, 1152. 1127, 1038, 986, 
921. 859, 800, 747, 703 
Mass (EI)466(M+) 



[0 19 2] 
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^ 2002-295616 ^ ^- v : 103/ 

m2 3] 

50 




C31H34N2O4-1.90C4H6O6-1.00H2O ¥-^^^N'^s sP N^S 

ft#ii C, 57.66 ; H. 6.17 ; N. 3.80 S**^^ V — ' U 

j£i8H£ C. 57.82 ; H, 5.96 ; N, 3.49 kjJk-. 
NMR(ppm) (300 MHz, CDCJ3) 

7.49-7.28 (m, 6H), 6.76 (d, J = 8.2 Hz, 1H). 6.59 (d, J - 8.2 Hz, 1H), 4.65 (d, J = 
8.2 Hz, 1H), 4.16 (ddd. J = 13.2, 8.2, 4.7 Hz, 1H), 3.70-3.52 (m, 2H). 3.12-2.98 
(m. 4H), 2.66-2.58 (m, 2H), 2.38 (d, J = 6.3 Hz, 2H), 2.30-2.08 (m, 3H), 
1.71-1.44 <m, 4H), 0.91-0.77 (m, 1H), 0.58-0.49 (m, 2H), 0.16-0.09 (m, 2H) M. 
•7 'J -ft 
IR (cm 1 ) (KBr) 

2935, 2822, 1671, 1642, 1496, 1461, 1376, 1323, 1295, 1156. 1116. 1035. 989, 
923, 860. 760, 694 

Mass (EI)498(M+> 

lb¥® 57 ~~~~ 
»A CO . _ o*! 

NMR (ppm) (300 MHz, CDC13) 

6.75 (d, J = 8.2 Hz, 1H>, 6.57 (d, J = 8.2 Hz, 1H), 6.49-6.40 (m. 1H), 4.61 (d, J = 
8.2 Hz, 1H), 4.09 (ddd. J = 13.7. 8.2, 4.7 Hz, 1H), 3.61-3.30 (m. 2H). 3.10-2.95 
(m. 2H). 2.76-2.55 (m, 3H), 2.38 (d, J = 6.3 Hz, 2H), 2.30-2.04 (m, 4H). 
1.75-1.37 (m. 8H), 1.00-0.77 (m, 4H), 0.59-0.50 (m. 2H), 0.18-0.09 (m, 2H) *S 
7>J-# 
IR(cm"') (KBr) 

2926, 1656, 1499, 1450, 1376, 1331, 1289, 1238, 1187, 1152. 1127, 1036, 989, 
921,859,747 

Mass (EI)464(M+) 

it-km 52 





mmm 

NMR (ppm) (300MHz,CDC13) 

7.38-7.16 (m, 5H), 6.75 (d, J = 8.0 Hz, 1H), 6.70-6.60 (m, 1H>, 6.58 (d. J = 8.0 
Hz, 1H), 4.61 (d, J - 8.0 Hz, 1H), 4.10 (ddd, J = 13.5. 8.0, 4.7 Hz, 1H), 3.65-3.44 
(m, 3H), 3.31-2.96 (m, 2H), 2.83-2.74 (m, 1H), 2.68-2.43 (m, 2H), 2.37 (d, J = 
6.3 Hz, 2H), 2.30-2.02 (m, 4H), 1.68-1.38 (m, 4H), 0.90-0.76 (m, 1H). 0.58-0.45 
(m, 2H), 0.18-0.08 (m. 2H) &-7 'J -ft 
IR (cm 1 ) (KBr) 

2925, 1656, 1493, 1451, 1376, 1331, 1292, 1236, 1152, 1128, 1036, 990, 921, 
859. 746, 700 
Mass (EI)512(M+) 



[0 19 3] 
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^ #M 2002-295616 ^ ^- v ; 104/ 



[*2 4] 



-fk-^-^i S3 
gfcjS (T} 

NMR (ppm) (300 MHz, CDC13) 

7.22 (d, J = 8.8 Hz. 2H), 6.98 (d. J = 8.8 Hz, 2H), 6.75 (d, J = 8.2 Hz, 1H). 6.59 (d. 
J = 8.2 Hz, 1H), 4.90 (dd, J = 7.9, 6.3 Hz, 1H). 4.59 (d, J = 8.2 Hz, 1H), 3.99 (ddd, 
J - 12.9, 8.2, 4.4 Hz, 1H), 3.63-3.46 (m, 2H), 3.08 (d, J - 5.8 Hz, 1H), 3.04 (d, J - 
18.4 Hz. 1H), 2.68-2.52 Cm, 3H), 2.38 (d, J = 6.6 Hz, 2H), 2.30-2.06 (in, 4H), 
1.71-1.62 (m, 1H), 1.55-1.42 Cm, 3H), 0.90-0.77 Cm, 1H), 0.57-0.48 (m, 2H), 
0.17-0.08 Cm, 2H) ^7 
IR (cm 1 ) (KBr) 

2926, 1686, 1490, 1451, 1331. 1299, 1240, 1187, 1152. 1128, 1091, 1037, 989, 
922, 859. 825, 748 
Mass (EQ536(M+) 

it-£%a 54 
IkA (*C) 

NMR (ppm) (300MHz.CDC13) 

7.24 (d, J = 9.1 Hz, 2H), 7.00 Cd, J - 9.1 Hz. 2H), 6.76 (d, J - 8.2 Hz, 1H), 6.59 (d, 
J - 8.2 Hz. 1H), 4.85 (t, J = 7.6 Hz, 1H), 4.60 (d, J = 8.2 Hz, 1H), 4.00 (ddd, J - 
13.7, 8.2, 4.1 Hz, 1H), 3.63 (td, J = 9.3, 3.3 Hz, 1H), 3.43 (dt, J = 9.3, 7.1 Hz, 1H), 
3.08 (d, J = 5.5 Hz, 1H), 3.04 (d, J = 18.3 Hz, 1H), 2.69-2.52 (m, 3H). 2.38 (d, J = 
6.6 Hz. 2H). 2.30-2.06 Cm, 4H), 1.76-1.40 Cm, 4H), 0.90-0.78 (m, 1H), 0.58-0.50 
(m, 2H). 0.18-0.10 Cm, 2H) 
IR (cm' 1 ) (KBr) 

2927, 1687. 1490. 1452, 1332. 1298, 1241, 1151, 1128, 1092, 1037. 989, 921, 
859. 826. 749 

Mass (H)S36(M+) 



[0 19 4] 

mmm 5 5 

A (&A&m l ^0.2ml/min. M±mi.5ml/m) L 

mwt<Dwm&wfcmhz%m.^tzo mwt^nmmmmmmK^x^ 
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^ #M 2002-295616 ^ ^- *J \ 105/ 

, _LQ_, ±3_, _29_, _3_0_, _3_JL, ^.^3 i CfJLAUtt^aA***, Sfclftg* 
ft^tLLi, ±2_, ±A., _1_5_, _1_6_, JJL, _2_0_, _2_L, _2_3_, 2 8 . 

jL6_, A7_43j:O f ^_Q_l3(il 0 f JVX;i/*^r-> K (DMSO) zfc}£ij£&, 

£ WLWiiY>^%±_& <£ Xf2_ Kit 2 0 % v >f-Jl/^;Wt^rv K (DMSO) 

ifetfe«Mk'fr«i*J:O r i5.*ci±5%*VU (Xylitol) frmfoZm 

^tz 0 &*3WttittiBfomfflW1&fKlliZ&*im-t-& t 1 0 %DMS OtK^ 

2 0%DMSO7R^*5J:U f 5%^>"; b -)Vimmz^X &lmlAg?>ffl 

[0 19 5] 
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^ #11 2002-295616 ^ v : 106/ 



[^2 5] 





(nig/kg flrfi) 




0m 


umm (#) 




0.1 


20% DMSO 7k 


4 


11.7 




0.1 


20% DMSO 7k 


4 


15.5 




0.1 




4 


15.6 


/I/ A;Mn i- 


0.1 


5%^-v-y h— n-Tk 


4 


9.9 




1.0 




5 


3.8 




0.3 




4 


6.8 




0.1 




6 


9.1 


fbi^ffi i o 


0.3 


£3ie&7k 


4 


7.8 


ft?n4&l 1 


0.005 


10% DMSO ?k 


5 


15.5 


ffrcH&l 2 


0.03 


10% DMSO zk 


5 


16.5 


(t^te 1 3 


0.03 




4 


11.7 


ffc-m^ 1 4 


1.0 


10% DMSO 7k 


5 


7.9 


{fro^ 1 5 


0.01 


10% DMSO 7k 


5 


12.2 


/r _ A. rt t _ 


0.005 


10% DMSO 7k 


5 


14.8 


Yt^fe 1 7 


0.005 


10% DMSO 7k 


5 


13.2 


{b-cH&i 8 


0.01 


10% DMSO .7k 


4 


13.7 


2 0 


1.0 


10% DMSO 7k 


5 


18.1 


{frcH%2 1 


1.0 


10% DMSO 7k 


4 


19.0 


fc'&te 2 3 


1.0 


10% DMSO 7k 


4 


32.0 


fk&&2 8 


0.3 


10% DMSO 7k 


4 


19.6 


{k&%d 2 9 


1.0 




4 


0.8 


3 o 


3.0 




4 


2.3 


fb^ffi 3 i 


1.0 




5 


1.0 


\\&% 3 3 


3.0 




4 


2.1 


fb^fe 3 4 


1.0 


^aie^Tk 


4 


9.2 


fbcH£?3 5 


0.3 


5%=¥v'U ) ykTk 


6 


29.9 


itaW4 6 


1.0 


10% DMSO 7k 


4 


20.0 


7 


1.0 


10% DMSO 7k 


4 


21.8 


(b-a-^> 5 0 


0.1 


10% DMSO 7k 


4 


12.8 




lml/bg 


10% DMSO 7k 


4 


3.5 




lml/kg 


20% DMSO 7k 


4 


6.5 




lml/kg 


5%3r-> y h — ;W7k 


4 


1.3 



[0 19 61 
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3 6 6 6 
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^ mm 2002-295616 ^ ^- v : 1/E 



ffilE# 2 0 0 3^3 0 9 3 6 6 6 



WM2 0 0 2 -2 9 5 6 1 6 A ^—7: l/E 



#^ffllOff #12002-295616 

50201518540 



0 0 9 4 

fP^B *FJ£1 4^101100 

<Bje«* • #iiHiw*> 

[«ffiB] ¥J&14^10J! 9B 
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002-295616 

ffl m a m m m m 

cSU#f [000003159] 

1. JEI^flH 1 9 9 0^ 8 /§ 2 9 B 

ft M CTff"*KH*ilBr2Ti2f If 
ft £ IVM^i 

2. mM¥BB 2002^10^259 

ft Br *:JSC#**KH**SBr2Tl 2f If 
ft £ IPft^^i 



